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(57) Abstract: Compounds of general formula (I), salts of the same, 
or prodrugs thereof are useful as antagonists against melanin concen- 
trating hormone (MCH) wherein Ar 1 and Ar 2 are each an optionally 
substituted aromatic group; P and Q are each a divalent aliphatic hy- 
drocarbon group which may contain ethereal oxygen or sulfur in the 
carbon chain and may be substituted; R 1 and R 3 are each (i) hydro- 
gen, (ii) acyl, or (in) optionally substituted hydrocarbyl; R 2 and R 4 
are each (i) hydrogen, (ii) optionally substituted alkyl, or(iii) option- 
ally substituted alkylcarbonyl; alternatively R 1 and R 2 or R 3 and R 4 
together with the nitrogen atom adjacent thereto may form a mono- 
cyclic or fused nitrogenous heterocyclic group; and j is 0 or 1. 
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0-R d (R d «APy>/^^WLT^TfeJ;^C 6 _ 14 7U-;i/SSfc«^ 

<e)5* -CO- (CH 2 ) r 1 -^' (r Mil fcV>L3 0«E*£, R'ttC,., 
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T)V*)\,-ti)\,$-)V&. (v) C , _ 6 7)\>*)V* W lTtiTfe<k^C 6 . 14 7'J- 
)l-tDV-#-)\s&$.tzn.(y\) lti^L4m&C 1 „ 6 7)l'*)l'%tiLT^Th£ 
^C 6 . 14 7^-)V-X)^~)m^ : P 3 «C 1 _ 3 7JM^>X£ ; Qnac^ 

(13) {fc-gr^ 

1- (5-757-4, 4-y7irM>fW - 4 -7x~;HM'J s> 
3, 4-vtKn-6-7b*v-l' - (5-757-4, 4-y7i- 

io ;i^>5W xen ti-y?u>-2 (ih) , 2' -^Uy» 

1- C5-757-4- (4-^h + y7x-;W -4-7iZjK>^ 
) -4-7x-;Pe^U v>^fc«^<D^ 

1- [5-757-4, 4-t*X (4-i7DD7x-jP) ^>3Ml/) -4- 
15 (4-7MP7i-JW tr^v^fctt^^ 

3, 4-^t h'P-6-7 1 '- (6-757-4, 4-y7H 

)V\*i/)V) XtTP C^-7^l/>-2 (1H) , 2' -^'Jy» 

3, 4-ykh'P-6, 1 '- (7-757-4, 4-v 
20 yx-;U^7^jU) xtTP (±7^lx>-2 (1H) , 2' -^'Jy» £ 

4, 4-v7x-;p-5->is;P5;u757- l- (4-^x-;ue^'J^7 

) ^>*>££«^©i& (01 , 

1- (4- (4-7MD7X-W tf^^v>- 1 ->f;W -5-*;^ 
25 JP757-4, 4-y7iZM>^/Jfc«fOi (R 2&B&lg) , 

4, 4-v7x~;i/-l- (4-7x-;Pt!^^v>- 1 -^r;u) -5- ( 
hv;P75 7) ^>*>£tzU*<Dm., 
4, 4-y7ir;i/- 1 - (4- (2-^h+y7i-JW fcM^v^-l 

— r;w - 5- (hv;u7 5 7> s<>?>£fc\tz(Dm. m. m&m . 
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4- (4-£DP7x-JU) - 5-*JI/5Jl/7i;-4-7i-;i/- 1 - ( 

4- (4-^D07i-f) -5-^5^7S/-4-7x-^-l- ( 

5 > 

4- (4 -7 PP 7x^1') -1- C4 - tf^7 

v>- i — r;io -5-^;P5;u7^y-4-7x-;^>^>^^c«-?-cD^ 

4- (4-i?DD7i-^) -1- C4- (y7i-JM^JW ^7y> 

5- *)l'S.)l>7$.y-4- (4-/ h^y7i-JW -4-7i-Jb- 1 - 
(4-7xr^^'Jy7) ^>7>£fcfc)^(Dj& (0»J, , 

4, 4-tf7 (4-7DD7i-^) - 1 - [4- (4-7MD7i-^ 

) \L^vvy-\-^M -5- (fc)H)i7^y) ^>^y^tz\t^(DU ( 

15 m. 2m&m) , 

i- (4- (4-7Md7x-jw fcr*55»-i— r;w -6-*;P5 

1- [4- (4-7MD7x^W \L^v : Jy-\-^M -6-*»5 
JW75y-4. 4-y7xrM+tf>ifctt^0« (01. 2&8I&) . 
20 4, 4-y7x-^-l- (4-7x-;pe^U>?yD -6- (hv^JS 

5- [4- (4-7007x-JW -4-t KP + vtMU vV] - 1 

;P5;pj^y-2, 2-y7x-M>^>^i«©i («, w&m , 

5- [4- (4-7MD7x-JW e^y^-l-'fJl'] - 1 
25 ^757-2. 2-v7x-JK>^>$fctt^©i| 2&&&) , 

l-^^5JP7^y-5- (4-t h*D*->-4-7x-;i/tr^'J>V) - 
2, 2-^7x:r.,H^>7>£fc{i^£>& (#J. &Bt£) , 
5- [4- (4-h'J7Mn^Wx->ll') -4-tKD^ytX'Jy 

/] - 1 -*;i^;P7$/-2, 2 -v^x-;^^ (#U 
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5- [4- [3, 5 -ex <hj:7;m-d*3\>w 7z-;W -4-fcKP 

(w, tmm , 

5 5- [4- (3, 5->^DD7i^) + - 

) , 

5- [4- (4-^DD7i^) -1, 2, 3, 6-rh7t KPtTUv* 

y-\-^M - i-*;i^;u75=/-2, 2 - ^7z-;K>^>^fc«f 

io ©4i (eg, , 

1 -*;i^;U75/-2, 2->*7x-JP-5- (4-7x-JI/tXUy/ 

5- [4- (4-^DD7ii;W ^Uy/] - 1 - *;H;P75 7 - 2 
, 2 -^7x-;U^>* , 
15 7- [4- (4-^OP7x-;W -4-t HP+xtf^'Jv/] 

;P5;P75y-4, 4-x7xh;^^>S7c«^<d^ (0»j, i&ifcig) , 

5- [4- (4-7MP7x"JW -4-th'0+y^U^7] - 1 - 
^;P5^75/-2, 2-^7x-;^>^>Sfc»4-tfl!)ifi (00, , 
1-^^5^757-5- [4-tHD+y-4- (4-^h+y7i'jl/ 
20 ) tf^UvV] -2, 2-y7x-JK>^>$fettf©fi (#J, , 
1 -^;P5;U757-5- [4-hh*D+y-4- (2-fcfD^;!/) tf^U 

-2, 2-v7x-;i/^>?>£7c«^CD& (#J, 2&&&) , 
l-7-k^75y-5- [4- (4-70D7x-;i')' -4-hh'D + y 
fcWJSV] -2, 2-y7i-jK>^>Jfc[«©i (ft* i£8£&) , 
25 l-T±h7±^)U7^/-5- [4- (4-7DD7i^) - 4 - fc H 
D*S/K«*U5VJ -2, 2-77x-M>i'>$fctt*(0ii[ (#|, Jgftift 
) , 

N- [5- [4- (4-7PP7X-JU) -4-t Ko+y^'Jy/] - 
2, 2-y7x-M>fM X^'»75 Hll^Sfcaf Ofi (0!U & 
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1- [5- [4- (4-^DD7i^) - 
5 2, 2-y7x^K>f^] -3-If;Wl/7$fcl«0l. 

N- [5- [4- <4-#PD7xX;W -4-fc FP+vkf^'JvV] - 
2, 2-^7iz;k>^] **>x;mo75 F*fctt*0£ (W. 

7x~;P N- [5- [4- (4-70D7il.JP) - 4 - t F P+vfcf^ 
10 Uy/] -2, 2-y7i-JK>fjW fc^/t*- h *fctt-t©tt. 

1 -7-fe^7S/- 5- [4- (4-7PP7x-;P) -4-kFD*-> 
t^'J7/] -2-7x-;i/-2- (2-e'JyJW 'O* >£fc«^<Dig ( 

N— [5- [4- (4-7PP7xZl;P) - 4 - 1 F P+xtT^'J ] - 
15 2, 2-y7i-M>fJW FBX^;P*fc»«-0Jfc («, 

) , 

N— [5- [4- (4-7PP7x~;U) - 4 - h F P + ^tf^U y/ ] - 
2, 2-y7i-JK>^] 7Dt5KKXfMittt^©fi *SB6«I 
) , 

20 N- [5- [4- (4-7DP7I-JW -4-t FP + vtf^Uv 5 /] - 
2, 2-y7x-M>^] FBftX^fSfcti-t©*, 

^>-» 2-((2,2->?7x-;p-5-(4-7x-;nf^'j> j y)^>5 1 ;u)7ay 

t er t-7*^ 2- ( (2, 2- -7 7 x ~ JP-5- (4-7 x -)l bf^'J vV)^ 7 5 

25 yj^-t+vif^M^- Fife 

4, 4- y*7 xX;U-7- (4-7 x ~)V fcM U V J ) ^7^7 5 > £fc tt-t©ifi (« 

N- (4, 4-v 7 x -;i/-7- (4-7 x - )V tf ^ U ) ^fJ-)V) -4-* 5-)V* >V > 
7>*>7S F£fc«*-©J£ (0J> %Kifi) , 
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N- (4,4-/7i =.)[>-!- (4- 7 x -)\, t? ^ 'J v 7 ) ^ 77) V) 7±. * S. H 3; fc \t 

*<Dm m mtm , 

N-^ > v;P-N- (4, 4- V 7 x (4- 7 x - )V tf ^ U 7 ) A^JW 7 5 > 

£fc«^©ig (#|, 2it&&) , 
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N- (4, 4-^7 x n;i/-7- (4-7 x " ;U tf ^ U v 7 ) ^7*^ W -N- (2-/ h * 

N-(4,4-^7x^;i/-7-(4-7x-;i/kf^U> J y) / \^^)-N-(2-7;^P^ 
>>?;W 7 5 >$£«■€■©«[ («, 2^^) , 

N- (4, 4- 7 x -;i/-7- (4- 7 x -)\,\L ^ U 7 ) ^ 7°^) -2-^ 7 x > # 
#*tl-S Ktfcte*-©*! (#N , 

N- (4, 4- x 7 x -;P-7- (4-7 x - )V fcf< 'J *J 7 ) *\77M -2-7 x -^7-fe * 
5 F£fctt*©£ (#J> ijMk) , 

N- (4, 4- $> 7 x -JP-7- (4- 7 x -JP hf^ U yV)^ T^P) -N- (2-5 1 X ~)V * 

?)\,)7$.>*td<**<Dik m. 2mm) > tit\t 

N-^ >i?)l-H- (4, 4->?7 x rjP-7- (4-7 x -)V 'J -TV ) ^77)1) -N-* 

^75 >*&»*€■©£ (#j, 2ttK%) x&zm c i ] aten©8K 
as) mmmo^tt • femm~?$>zm cd gii3«©aK 
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Cl 83 R 26 ^7jc^^T*§m CI 7) 

CI 9] ^>vMP 2-((2,2-^:7xx;!/-5-(4-7xx;i/e^USV)^>3\H') 
10 4-^PP^>xJU 2-{(2 l 2-y7i-JH-(4-7xr^t:X'JyV)^>fJW 

75/)-2-**7x^;k*j;w\**-h («^5 7) 

3-* PP^>v;U 2- ((2, 2-77 xX;l/-5- (4-7 xXJUf^U y;)^>fjW 
75 y )-2-t+Vlf**M^ - h (£160! 5 8) ££fcJ:^tf)&> 
^ > v> 2- (N- (2, 2- v 7 x X>-5- (4- 7i-;P^'Jy7)^> ^P) -N- * 5 1 
15 Jl'7 5/)-2-t+Vl^;i'A7-h (^7 5) acfctt-tOjjL 

^>yJP 2-( (5- (4-(3-7M07i-JWlf / < , Jy;)-2,2-y7i-;K>f 

;w 75 y)-2-t*yi^*;wt/- h («#J7 6) 

^ > 2- ( (5- (4- a-y)i* p 7 x x;w tf ^ u v / ) -2, 2-^71 x;i^ 

;U)75iy)-2-^VX^Jl/*JPA^-h 
20 *.>i?)V 2-((5-(4-(2-^h^y7x-;W^'JyV)-2,2-y7x-M>5 1 

3-^7 P P ^ > 2- ( (2, 2- £7 (4- y" P P 7 x X JW -5- (4-7 xXJP tf^'Jv* 

y)^>^;p)7=i y)-2-^yx5 1 ;^;PA^-h (&K0S1O3) 
(Dm.. 

25 C2 0] ^ 
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R 23 -COOH 

Kf, R 23 \tm ci 7] mmmtmMmz^T) x^n^mm<DK^ 

(2 1) £ 




10 R 32 -X 

C2 2) Sg CI 7) Effi«©fc£!»£^WLTfc«5E!k 
15 (23] ^ 




7;P*»P££ ; A 1 k 2 fecfcZ>*A 1 k 3 tt, E-3;fctt£fc^T, *S£¥£fcte 

20 *r L t> J:H®C 6 . 10 7'J -JUtfcttl^BtllSf, 

5ft^Ul 0A<D3r$ft3K*SR£& ; X 2 ttCH, C-OHSfcttNS ; P 5 & 
«ktXQ 5 «f^-^feti^oTC 1 _ 6 7;W+l/>S& ; Y 6 , Y 7 &=ktfY 8 tt|g| 
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6 7Witfc(iADy >ftjnTHTtJ:^C t _ 6 7;H3*:>S£^-f 3 T 

[2 4] A 1 k 2 £cfctfA 1 k 3 A^-^fcttS4oT, *§£^, £fc«APy 
5 >HH\ tFD+y, 75/£J;tfC 6 _ 10 7U-;P^/£5S^bmfn£© 
ftg£WLTVvrt>«fc^C 1 _ 6 7JM 1 l'>££ ; R 2 9 «^hP, ADy>g 

b J5fcSlfc&» bi!tf*l£g&S£*r LT^T t>«fcH®C 6 . 10 7U -)l&£tzi$ 
2 3) m£tztef& (2 4) gflE*©<fc#», 

[2 6) R 2 9 #/\py>Ji§H% C,.,7m C j_ 6 T;Up + vi5ckt^t H 

15 p+^samn* 1 tfctt2floi»ssti/WTt>j:iK>H-^- 2 

—r;PT**« (2 3) E3:fcttSIS (2 4) iiBiCft^tl. 
(2 7) N-(2-((2.2-> ? 7x^;|/-5-(4-7x-;Hf^'J vV)^>^;W7^/ 

xf-M 4 >\ s -)\r-2-ij \* (IWJ4 4) 
20 N-(2-((2,2-> ? 7xr.;p-5-(4-7x-;i/fcf^'J vV)^>5 L ;W75y)-2-^+ 

> 

5-7 P P-N-(2- ( (2, 2-77 x ~ ;U-5- (4-7 x -JP Uyy) ^ 7 5 
25 ■> 

N - (2- ( (2, 2- tf 7 (HDD7i XJIO -5- (4-7 x fcf ^ 'J ->* J ) ^ >^;W 7 
5>0-2-;r*7X3\)PW >H-;P-2-*;P#*1J-S H (^JS0*J 10 4) Sfcte 

N - (2- ( (2, 2- 1: 7 (4- 1 P P 7 x =. ) V) -5- (4- 7 x X^ tf ^ 'J ) ^ > ^P) 7 
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$y)-2-^-+yx5 1 ;0-5-^po-r>H-;u-2-*;i/^^-tJ-5 ^ (^g^yi o 5 
) £&«*©&, 

N- (2- ( (2, 2- fc*7s (4-7 P P 7 x x;i>) -5- (4- 7 x -)l tf ^ 'J v 5 / ) ^ >3M W 7 

5y)-2-a-*yx7jw-i-*^;K > K-;p-2-*;pj|5+u-5 f {%mw 1 o 6 

5 ) £fcfi*©Jfc, 

N- (2- ( (2, 2- fcf X (4-7 P P 7i-JP) -5- (4- 7 x XJP fcf t »J y7 ) ^ >3MP) 7 

= /)-2-**yx3\>w-5-:7;fc*n'f > F-^-z-a^jjfcfr-tf-s H (Hfl&^j 1 o 

7) *£«*■©£, 

N- (2- ( (2, 2- tf 7 (4-7 P P 7x"JW -5- (4-7 x XJP tf^ 'J y7) ^ >3MW 7 

io $y)-2-t+yif^)-5-/ h+w>K-;P-2-*;i/^u-s h (Mmmi o 

8) ££«■?■©£, 

N- (2- ( (2, 2- k*7 (4- 7 P P 7 x -5- (4- 7 x X JHf ^ U v / ) * >3S> W 7 

$;)-2-t+yx^)-5-t h*p^w>K-;p-2-*;^+-^5 F (Hifi^j 1 

0 9) *£»«-©&, 

1 5 N- (2- ( (5- (4- (2- 7JM" P 7 x X M tf ^ U V / ) -2, 2- v 7 x x;i/^ >3MU) 7 
5 y)-?-^'/!^)^ > K-JH-*;^+t5 H («#|115) 

^©&, 

N- (2- ( (5- (4- (2-7^3- P 7 HJW fc?^ 'J v / ) -2, 2->'7ir:M >3^) 7 
5 7)-2-^-^7X^)-l-^5 L ;K>H-^-2-*;U^tf5 F ^MM 1 1 6 
20 ) £fcfi^-©:&, 

5-7PP-N-(2-((5-(4-(2-7J^P7xx;P) ^'Jy/)-2,2-y7i^K 

>^)75y)-2-t+vif;p)-i-^fjK > f-;1/-2-#jm^i}-^ f 

«W117) ££«*©«&, 

5-7PP-N-(2-((5-(4-(2-7;^P7xx;W ^Uyy)-2,2-y7iHM 

25 >^;W75 7)-2-^+yx^;W-f > h-;p-2-*;p#*-!J-3 f (Hififll 1 1 8 

) *fctt*©ttU 

N- (2- ( (2, 2- 1*7 (4-7 P P 7 x -5- (4- (2-7^ P 7 x XJP) U S> / 

)^>^;p)7 = y)-2-**yx^-;w-5-7;^n-r > H-ji/-2-*;^+-^5 
F (*JfiWl2 0) £fc«^©:&. 
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N-(2-((2, 2-fc?X (4-# DD7i -5- (4- (2- 7JM" P 7 x - M W) z? J 
) / <>fJW7$y)-2-t*VX5 1 JV)-5-^ h + W>H-;P-2-*;i'#*-!J-5 
H (*J60>Jl 2 1) *fcfctt-®£, 

N- (2- ( (2, 2-k'7(HOD7x x;U) -5- (4- (2- 7 )V* D 7 x X JW 

5 )^>5 1 ;p)7^y)-2-^-^yx^)-i > >H-^-2-*;i'^+it5 H (HJsm 

2 2) 

N-(2-((2,2-tfX(4-7;^P7xHJl')-5-(4-7x-;i/tf^U> f y)^>5 1 ;W 

75y)-2-**yx^;w-r>H-;p-2-*;pj|5*u-5H (*&60U2 4) £fc 

10 N- (2- ( (2, 2- ex (4-7 JU:* P 7 x XjM -5- (4-7 i-JUf^Uy/) >?JW 
5) 

N-(2-((2,2-fcf7(4-7;i'^P7x-;P)-5-(4-(2-y h*->7xXjU) fcf^U'7 

/)^>^;W75y)-2-^*yx^;w-r>H-;p-2-*;w#*u-3 h (*m 

15 1 2 7) '*fcf*€-©HU 

N- (2- ( (2, 2- tlX (4- 7;P^ D 7 x XJi/) -5- (4- (2-^h^>7i XJW If^'Jy 

j ) ^ >3\>w 7 s / ) -2-** y x^;w -5-7 p p -r > F )\># 5 

H (HJS0U1 2 8) 

N - (2- ( (2, 2- t*X (4-7M0 7I x;» -5- (4- (2-7 )V* P 7 x XJW tf^'Jy 
20 7 ) ^ > ^1/) 75 7) -2-t ;W ^ > h' - Jh2- 5 H 
13 0) S&tt 

N-(2-((2,2-k , X(4-7MD7x-;W-5-(4-(2-7MP7x^)t!^U^ 
7 ) ^ V^JW 75 7) -2-t + V I? -5-^ P P ^ > K-Jl^-^tf+l^ 
H (*J60fl 13 1) 
25 (2 8) 5£ 
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R 29 -A 1 k 3 -COOH 

5 &mmfct%Eifo2i}zz.t*®®t-?z>m (23) mmoit^mommm 
(2 9] m (23) mmmoitsmz^isTtzzmm, 



(30) 5* 




7JWUS& ; R 3 °tt*3SUj§B% C,. 6 7;i/^SSfctty\ny>ft$nT 
^Tfc«fc^C 1 _ 6 7;Wl/-*;i/J|?-;i/S* ; A 1 k&M&S£WLWTt> 
J:^C I _ a 7;p*l/>3l* ; A 1 k 2 £cfctfA 1 k 3 «u ft-£fcttftfco"r, 
«S^*fctt*SISSWUT^T ! b«tViC 1 _ 6 7;i/*W'>S* ; R 3 1 \mm 
15 S**TLT^T'b«fcliC 6 _ 10 7'J-;i/S* ; X 2 ttCH, C-OH£fc«N£ 
; P 5 *J;^Q 5 tt^fclj:IftoTC 1 . 6 7Ml/>M ; Y\ Y 7 ££tf 

20 (3 1) A 1 k^APy>gf , kHP*->, 7sy*5<krxc 6 _ 10 T'J-;^ 

k 2 fcJ;tfA 1 kj^-^fcttSftoT, *6£^, *fcttAny>If, tK 
D*Sa 75 J 6 _ , 0 7 U &J*S8^&Stfn*BlftS*W LT 
^Tt)J;^C 1 _ 6 7;P+l/>S<& ; R 3 1 *«APy>B^ C,.,7W*, t 

25 h'o+y, c 1 _ 6 7;P3*2/^«tatc 6 _ 10 7U-j^e)j«*»^e>atfn'5it 

^S^WLTViT ! focb^C 6 _ 10 7'J-;U*T'*^ (3 0) 3i8E*©fb£J», 



WO 01/21169 



39 



PCT/JPOO/06376 



(3 2) N-(2-((2-((2,2-> ? 7xr:;i/-5-(4-7x-;Hf^U vV)^>^)7 
5 ;)-2-t*VI^W75 7)-2-**7X3\H/)-2, 2, 2- h 'J 7MD-N-7i 
-J1^7t^5H ($ffi0!l5 1) *fctt*©8L 

2-7 - U 7 -N- (2- ( (2, 2- v 7 x -^-5- (4-7 x rjU h?^ U v 7 ) 7 S 

5 y)-2-^VIfJW7t^5H («#I5 9) ££«*-©#, 

2- ( ( K > 7 5 7 ) fi JU) 7 ^ 7 ) -N- (2, 2- 5? 7 x rJl>-5- (4- 7 x - ;P 



C3 3) j£ 




(1) A 1 k 2 ^«»^WLT^T : bcl;^C 1 _ 6 7;i/+l/>*©^«> ^ 
R 31 -A 1 k 3 -NR 30 -A 1 k 2 -COOH 

15 ttSfiUflct, 

(2) A 1 k,jMIS£^©»&tt, iS 

R 31 -A 1 k 3 -NR 30 -CO-X R 31 -Alk 3 -NCO 

20 ©ss^s, 

C3 4) m C 3 03 TOm©fc£fe£^rLTft3l££, 
C3 5) iffi?lij$jK*fLT> £ 
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(0)j 




<«ttS*WLTlr»Tt)cfc^2<li©Jjgte»E^k7K*at*» 
5 R 1 *ct^R 3 tt^tl^n(i)7K^H^, (ii)7v;P«*fctt(iii)fi^*^W 

R 2 a53(,>&R 3 <hR 4 tt^-f^g^il^t^^M^^WtT^TfeJ:^ 

C3 6) *?->M%*)v^>fem\*mm.-?z>tztb<D$. 

(0)j 



R 4 •'* 

R 1 fccfctf R 3 «^n^tl(i)7j<^^ (i i)7~>;i>S££te(ii 
20 R 2 * t k^R 4 «^n^tl(i)7K^^ (ii)g^^WLT^Tfc<k^7;^ 
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R 2 $>Z\,*teR 3 tR 4 \$m&? *g*«^£#fc«feS£«LWTt>«fctr> 
^IHtt>L<»i«^38*a*l8S*»fiKbTViT*)«t<. jfctOf:fcttl& 

^-r. ) nsft^t wif©^n h 7 y ^offfl, & 

5 C3 7] it 



Ar ^itfAr 2 TS£n<5 TO«K£j tLTH ^SKEHfc* 

i-^-7^;k -f>x-;k 7>xu;^t*©c 6 _ 14 7U-;i'» 

20 ± <«;ltfl£HL4fi, Jf*l/<lil^l/3ffl, $?>{;$f^U<«l 

2fl) Stf5&V»Ul 4*©m^«fc«Sg^ («, 2£H4. 3Htt) ^SUH* 
*l8S&£>WB^SftS. JMfcWKfcL ?t7i>, ^>7 Cb] ft7x>, 
^>V Cb] ^>X-f 5^7-;k ^>X**1i-V*-;k 1>V?7)/ 

-;k ^>X-fV^7V*-;k t7h (2, 3-b) ft7iX ^7>hl/> 
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K-;k <v-r>H-;k iH-<>yy-;k 7ux 4h-*/u~7x -f 
y^'jx */ux 7^y>, ^73^ xx +/*+hjx *:j-v*'J > 

5 , y>;'J>, *;krt7*-;k j3-#;ktf'JX 7it>h'Jy>. 7^'Jy> 
, 7ity>, -rv^7y-;k 7x/3 1 7-XX -f V**1t!/-;k 7^"tf> 

L<tt, Hij§5Lfe*S0S^) tflfl««W*Kftfl ($?£L<&l£fcte2 

»^TTt5 1 0os^f*«fflv^ns. fca>Tt>, 2 - eu x>k 3 - tru ^ 
;k 4-truxik 2-+yu;k 3-*yj;k 4-+yj;k 5-*yj;p 
. 8-+y«j;k 1— rv+yu;k 3— rv*/u;k 4— rv*/y;k 5 
-<y*yj;k 1— r>Hu;k 2— r>nu;k 3—r>Hu;k 2-^> 
15 y^TVUJk 2-^x/ [b] 5^x-;k ^x/ Cb] 2-^xx 

xx;k 2-truv;k 3-tfvx/k 2-7U;k 3-7U;u 

, e^v-;k 2-tru5v-;k 3-ep'j;k 2— ra^v* 

u;k 3-eu^x;k 3— rv^Ti/ujk 3— rv**wj;k i-< 
20 v*/u;k i-^>Hu;k 2— <>HU;k 2-^x/3 l 7v"'Jjkk££>^ 

ffl^SnS. 33:^Tt>, 2-^XX;k 2-hfUX>k 4-tfU 

^;i/fc£®&*K?^ic3*jg?, K^is^^t^WiSUR^ satins 1 & 

,7WkV^yl ^kXXt+X X^k XX* 
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_ 6 7;k^>g ; AayM^tlT^Tfei^C.^yMmi ; t: Hp* 

ays (#i;Lfcr, 7-k^7$y, T'ptft-^js;, T^iukT^/fc^*) 
; ; ADy>ig : FSfcttc 1 _ 6 7;i'3+^-*;i/fc;PS <mtf> 

* h*->*;Mfc:;k Xh+y*M-Mi') TB£3*lTlr>Tfc«fctr*C 1 _ 6 
io 7;wu-*;pfc;p« 7-fe^k 7uttx)W 7?V)Vts.E) ; 

C^eTW-^J^-M+yS (00*^ 7W;k**>'. y°uttx)V 

JPX ^ h+y^^K Ih^y^Jl/tok ^p#+>/*;U#- 

15 ;uSTB^$nT^Tfc^^ ; ty-c 1 _ 6 7;wi'-*^A ; &-r;i'S (mfcf, 

;u»Tg^$nT^Tt) e t^v-c 1 _ 6 7;w^-*^A ; e'f;i/a s> 
^^kfrjkn^^k yifj^ji/A^-fMi') ; ; C...7W 

) ; C 6 . 1 ,7'J-;i'S-(«IAtf7xZM t7^l/»5:i*) ; C 6 _ 10 7»J-;P 
t+yl (flAKT. 7i-J^y, i-y^Jl-tZ-is'tzZ) ; APyXbStlT 
^T%J;^C 6 _ 10 7U-;U-*JUfc;US (flIAfcf. ^>\AOk ^h'Ol'fc 
<!f) ;ADy>||:$nTUTfe«{;U5!5:^l6l«l-^M-JH 

-p3V<;k -fy-p^v-ok ^;k*u/#;ktf-;kkE) ] ;C 1 _ 6 7;u 
p+v-*;k^-;krsy» ;* h*i/#;kfc;krs a ih+->* 



WO 01/21169 



44 



PCT/JPOO/06376 



Bute c 6 _ l o 7 u i: c 6 _ l o 7 u -;kt * s>*&. ^-n^n/N □ y > 
c 1 _ 3 7;^i/>> ? ^-+^ xhp, vta ApyxtsnT^Tti 
5 hCl^mjk Apy>ft$ttwTt>£^c 3 _ 5 v7P7;Wk Apy 
>lk$nTViTfccfc^c 1 _ 6 7;P3+>x Apy>-fb$tiT^rt)<kViC 1 _ 6 7 

;Mp;k7$A c l . 6 7)V*)i<-%)\'ts-)iT*/, *;k$;k c 1 _ 6 7;u+;p 
-#jk#x;k c 1 _ 6 7;u^;p-*M-;^^v, #;k#*->;k c,. 6 7;i/ 
io p*v-#;k#x;k aw^-Ok -c x . 6 7)V^—h)vn^ ;k v 
-c.^m^-*;!//^^ x;k*, c x _ 6 7;wux;k^-;k c,_ 6 7 

L3fiWLT^Tt>J;<, M&SW2jl^±tf>i§£, cn£0S&»«[W|-T- 
20 37ijt&<!:) ^#LTV^Tt)J;^C 1 _ 6 7;WUS MZ.\& *3\>k fun* 

^;k y7MD/fjk hu^oD*^;k h »j 7 ;M-n*3S>k x^jk 2 
-■/p^ex^k 2, 2, 2- h'j7;k^-PX5 1 ;k ^>^7Mnif;k 7°p 
tr;k 3, 3, 3- hj ? ;M-P7°PtMk -rv7ptf;k 7^;k 4,4,4-h 

U7Mo7^JK -TVT^k sec-T^k tert-7^;k ^>3Mk -fy 

25 ^>?Mk ^^>^;k 5, 5, 5-h'j7;k^p^>5 1 ;k ^\+v;k 6,6,. 
*§8HB» t t , Trffl^^n* rApy>{b$tiT^Tt)«t^C3_ 6 v7P7;WP 
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pyptf;k v^DT^Jk i/zuiyrfrs s s9w\*e- s s)W 2,2,3,3- 

^iHttW+^ffl^sns r/\py>i;fc$nTV>Tfc<fcv>c 1 _ 6 7;kP*~>gj 
5 thxn.. wx\z* \i3fr\szm<M\utf>w&- wz.& 7v%. urn. &m 

;k*P*h*:>> h'j7J^a/^y,lh^y, 2, 2, 2- h'J7MDI 
h*>\ yp#*-x -f y^nsff*^ 4,4, 4-HJ7Jk<^py^ 

*bj SBS+t/b e» ft£ r/ \ □ >ft $ nx to x t> «t to c t _ 6 7; Wk^s 
j tuTtt, ^Rtf, ifcto\s3m<D/\v?>BT yy& £ 

, i?7)V*u YV 7 )V*U X3Mk^"> -Ju&ltt 
15 " , ^V^Dtr;U^> -JnVtt. 4,4,4-YV7)V*u73-)ltt. ^>9- 

)Wr-)V&. 7)l*r-)l&* ! S7U7)V*)V&. 7U-JUS, 77WJHfi:i* 

a) c 1 _ 6 7;wu» (#j;tfcr> *?-;k x^jk yptf;k -fyyptr;k y 

3\>k -fy^Jk sec-y^k tert-!7>;k ^>^Jk 'V^kii:) . 

b) C 2 _ 6 7;kJrx;l/S (0»JAtf» t'XJk 7U;k -fy^a^K 7f-^ 

25 c) c 2 _ 6 7;k*x;k« (mtf, x^x;k y^x;k l-'s 

d) C 3 . 6 y^Dm;H (ttAfcf* y^D7"DtfJK vypy^Mk vyp 
^>3\>k $/*n'v*5/JU&:£) . ^C 3 . 6 y^am^SH lfe^l/3fi 
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e) c 6 _ 14 7'j-« 7x-;k hu;k **>y;k i-7-7^;k 

2-^7^;k k*7xX'j;k 2-f>xX;k 2-7>*U;kfc£) , 1#fC7 
5 f) C 7 _ 16 7^;WPS (fl&Rkf, t>5?;k 7xW, y7ir;MfJk 

hU7x-;Mm i->7^;M^;k 2-^-7^;M^;k 2-/7xz 
;kr^;k 3-7xx;k7at!;k 4-7xx;k73\>k b-7i-M>^ 

XhD», y77«, ADy^nttJTfeck^Cj.jTM^S, ADy> 

6 7;un+^ Any>'fb$nTViTfe<fc^c 1 _ 6 7;Wk^^-^ tFD+y 
is a, 7^/*, ; ey-c 1 _ 6 7;u+;k7sy» (fci;ttf. *3\)k7SA x^jp 

75/fc£) , y-C^em^^/S <0M.tf. 5>>WP7SA '7x^ 

;U7sy&£) . c 1 _ 6 7;u+;p-^;k^-;k75/» (#l;Ui\ 7-t¥)iT5. 
A 7W*x;k7$ a 75^U;k75 /fc£) , *;k=-;i/*, c 1 _ 6 7;^;u 
-AjktfnjhE (fd^tf, 7-t^k ^Dtft-JK 7*^»j;i/fc£) , -c^r 
20 ;k+;u-*;k^-;ki-^vS (HAtf, 7W;w-*^ 7nbf*-jkj-*x, 
7>u;p:**->fc£) , #;k#*:wi>s, c 1 _ 6 7;m+->-*jpfcJ^ (fll 
Atf, ^h^v*;k^-;k ih+y*^-;K 7n^v*;k^-;k 7*h 

* (fllAfcf, *3-)V*)in^)V, jL^-)Vi})vn^)vtiE) , v-c 1 _ 6 7;p 
25 vt^v-tDvn^ )W yif^jwt^ji, 

, x;k*Sv Cj.eTi^HW-iH mx\t. *3Mk*;k*x;k 
. x^;kx;kfrx;i/fc£) , c 1 _ 6 7;k+;kx;k7^ w?L\Z. *3-)V7.)V 
7^x;k X5 1 ;kx;k7xrx;^ < >:) , c 6 _ 10 7U-;« (mfc£ 7xx;k 
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mm?&&tfmni&TfrZf&zmfr*>Mi*nfc i u^vsm^^am^^ 

fc«4— f s^/us^k 2-, 3-$fctt4-e5v"Js>-;k i-, 2- 
5 , 3-*fctt4-e«^u^;k i-*fctt2-K*<55>-;k *;k*ux;k 2 
-^x-;k 3-^x-;k 2-tf'jv;k 4-fcfUv^k 2-7'j;k 3-7 
u;k t7y-Jk 2-eua^-;k 3-t°DU;k 2— r^/u;k 3- 
tfu^-^k 3-^y^7»/u;k 3->rv^iti/u;^^) £fctt*-©i8 
^mai <w*tf^>i?>sit£©iB£sia£&£) ] > v-c^jwv-ijM 
10 -;P75y»> wir^-iMk. c,_ 6 7;k^>-#;k#x;i/7= (0*J 
^h^->*;ufc;krsy, xh*->#;ki£x;kT5A y°u#*i/*)\, 
#rjP7$A r/h+^a^tfryi^rsA tert-^h+e'ftji'tfxjkT^/fc 
a , c 7 _ 16 7^;u+;ki-+'>-^;pfc;kT^y» 

15 &£) . c 6 _ 10 7U-^-*Ji/#x;us ^>vw;u&£) , c,_ 6 7 
;u*;p-;fc;u#x;k**~>* 7-feh+fftt*) , c 6 _ 10 7U-;u-* 
;pfc;kT$ys (mtf. ^>y-r;kr = y^a , c 6 _ 10 7U-;p-^^a 

±12 C 6 - 1 0 7 U C 6 _ ! o 7 U -;k*-*>'**3 <fctf 5 fcV> L- 7 

20 SSfct. AD^>Rf. C^TfrZ-VyVtty. -ho, y7/, AD^> 

flssnwrt>j:nc 1 _,7;Wk Aay>ffc2nTtAT&<fctAC 3 _ 6 ~>7D 

Tt><t^C 1 _ 6 7;WP5 1 ^ kFP+y. 75/, -C ,.,7^75 

a v-c 1 _ 6 7;^;kT5y, c 1 _ 6 7;u^-*;^x;k75y, 
25 , c,_ 6 7;wu-#;ktfx;k c 1 . 6 7;u*;i/-*^x;i/^-x 

->;k c 1 _ 6 7;up+->-^;pfc;k ij)vn^-ov. €/-C!. 6 7M^- 
*;p/x^;k v J -c 1 _ 6 7;wu-^;uA ; E-r;k c 1 . 6 7J^;w 
;p*x;k c 1 _ 6 7JWPx;k7^ x;u&£><=>j§f£ns l fc^L4fl0Bifc£ 
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48 



5 r 1 &&zfR 3 X'mftz> rrv^*j tbxit, 0Ufc£, -CO-R a , - 

CONR a R b , -SO-R a , -S0 2 -R a , -CONR a R b . -COO 
-R a , - (C = S) 0-R a , - (C = S) NR a R b , -SONR a R b « 
-S0 2 NR a R b , -SO-0-R a , -S0 2 -0-R a (R a lt*mm? 

fctec^TJM^s^-r) taiix%t>2nz>mtfm^t>nz>. mz. -co 

-R\ -CONH-R a ^t*«LK 



[R 2 4 «7Km^^fc{iC 7 _ 16 7^;wi/^^-*j^-;p* (R 
(xvi i)^; 



20 [R 2 5 &7Myrf> c 6 . 10 7U-;u« <«, 7x-;w , c 7 _ 16 7^;wu 

25 (xviii)iS -CO- A 1 k-NR 2 7 -CO- A 1 k 2 -0-A 1 k 3 -R 2 8 

[ai k\tmmm w. >\nv>m=?* tKD+->s. 7$/s. c 6 _ 10 7U- 



(xvi)^; 



24 



CO 




N 




WO 01/21169 



Pag e 51 of 284 



WO 01/2 1 169 PCT/JPOO/06376 

49 

)l& (0»J, 7xr;W ti£) ftWUTtATfcJ^Cj.^Mrk^ft ; R 2 7 

»i**S : F*fcttc 1 .,7;p*;Hl* ; a i k 2 £«fctfA 1 k 3 &, 

,.,d7U-JH (09, 7x-JU) &£) *ll/WTfeJ:HC I .,7HI/>i 
5 ft; R 28 «S&S (09, -hPS. APy>*^ (09, 7y*. £*) , Cj_ 
6 7;P*JPS (09, *^;W , tHa+yi. C^eT^P+^S (09, *h*v 
) , C 6 _ 10 7'J-;i>£ (09, 7x-;P) ££> ftWUT^Tt>«fc^C 6 _ 10 7»J 

(xix) 3t -CO-A 1 k 2 -NR 2 7 -CO-A 1 k 3 -R 2 9 

io [a i k 2 , a i k 3 £<ktf r 2 7 imtztmMmz ; r 2 9 (09, - h 
ps, Aoy>Mf (09, 7y*» mm) , c 1 .,7;u*;uai (#J, , 

kKD+yS, C 1 _ 5 7;i'P*^S (09. * . C 6 _ 10 7'J-;P« (09, 

7irjW &£) ft-en j e*tiWLT^Tt) e fc^®c 6 _ 10 7U-;us (0a, 7x- 
mmmm (09. -f >F'j;k ^>V7^~;k ^>>/^x-;k epuju) ft* 

T ] T^n** ; 

(xx) iS 

-CO-A1 k-NR 27 -CO-Al k 2 -NR 30 -Al k 3 -R 3 1 
20 [A lk, R 2 7 , Alk 2 , Al k 3 \mmtm%m* ; R 30 «7My§B\ C 

1 _ 6 7;mmus (09, sfctt/Noy^snT^Tfeinc,.,?^ 
(09. mJ7;w*djWU#jm^W ft; r 3 Misms ( 
09, Apy>if (09. yym. fflt) , c,. { 7Wi (04. . t 

HP*->S. C 1 _ 6 7JkP+^», C 6 _ 10 7'J-;P* (09. 7i-JW ft 
25 tLTWfc«t^C e . 10 7 I J-;H (00, 7x-JW ft^-n T'S^n^S; 

(xxi) iS -CO-Alk-NR 2 7 -CO-A 1 k 2 -NR 3 2 -CO-O- 
A 1 k 3 -R 3 1 

[Alk, R 2 7 , Al k 2 , A 1 k 3 £<fctfR 3 1 ftftfS£ftjft8ft ; R 3 2 «hu" 

I5R 2 7 tmMmz^t] rmznzm 
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(xxii)iS -CO-A 1 k-CO-NR 2 7 -A 1 k 2 -R 3 1 

[a lk, r 27 \ a i k 2 &±zsR 3 1 im&tmMm&*-?] -vmt<nz>m 

> 

(xxiiDjS -CO-A 1 k-O-CO-O-A 1 k 2 -R 3 1 

5 [a i k, a i k 2 *«fctXR 3 1 ttmBtmmmz*?] xmznzmfctihm 
mmm?t$&TfmtR : f-fr*>tii.zmfr zmttntc i mwt\t 2 a, v < a, 

lflftV>b4fl©^7 i OlS J f*'grtf5&Vitl Ofi® (*5Rj£*fctt2Slia> n 
^» 1 - , 2 - 3 - fcf D U 5?r Jk 2 - SfcfcU f 5 *V 

Uy-;k 2-, 3-*fctt4-bf9l/U^-;k 1 -, 2-, 3-£fc«4- 

15 tf ^ u v;k i - 2 - s?-;k Wft u x;u& £©#3f§lBfi*sa 
£, 2-^ixjk a-^x-;k 2-eu->*;k 4-tfUx;k 2-yjJk 
3-7u;k 4-+yj;k 8-*yu;k 4— rv+/u;k e^y-JK 2 
- tf u 5 v~;k 3-trp»j;k 2— r5*vu;k 3-tfu^v-;k 3— r 
y^7^u;k 3— rv**i*VLUk 1— r>Ku;k 2— ry-r >Ku;k& 

20 ^o^mmux^^) *£*«ffl^&n*. fc#-et>, 1-, 2-, 3-£t 

fcU - tf A "J >>jk 1 - 2 - hf ^7^-J^<i:i*©Mill^lWt 

L < , ftt. 1 - * fctt 4 - tf ^ u >uk 1 - tf ^5 yrji^a £#$?irc<&£. 
& mmmmi mLx\,*x*&^w&&tLx\t. mx\t. <n b^eat 

^cfctfAr 2 T'«$*15 r^§^Sj #WLWrfc«fc^B«|«, (ii) MSB 
25 R 1 *«klXR 3 T*Sn-5 rBftS£WLWTt>«fclr*&fc**i;j , (Hi) 

**yg, (iv) ^*+y*a:if3^ffl^6n*. 

R b Tg$n-s rc 1 _,7 , ;u*;p«j tux«» m«\ /^;k x^;k y 
□ tf;k -fyyotf;k y^;k -fyy^k sec-y^k tert-y>;k ^ 
>^Jk ^* z/)vu E<omm^rdA^mi(o c,. 6 7;u*;us#ffl ^ ens. 
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e>m<D%m^td,^mk(D7)v^)vm x^;u, ^d^, 

-rv/pe;k zf^)v. -fvi/^Mk sec-^;k tert-75\>k ^>^;k 

7)v*)Vh)Vi£~)v%it£}ii)m^hn. ^wm\z.\$, *;k$;k ;wk#;i/#x 
io ;k x^;wj;wfcjk :/□ tf;kfr ;k#x;k 
;wi^;k#x;i/g&£ u>. 

15 BiflBAlk. A 1 k 2 fc<ttf A 1 kaTSSftaC^eT-Mrl^S^bTtt. 

I!sjai» p jfciiQ t Li fec^if ens. 
"b«fc^20©iite»iKft:***j r2«oJBJ»*l»fl:7K**j iLTtt 

(i) 7)V*V>& - (CH 2 ) 2 -. - (CH 2 ) 3 -, - (CH 2 ) 4 

-CH 2 -CH (CH 3 ) -CH 2 -, - (CH 2 ) -CH 2 -CH (C 

H 3 ) -CH 2 -CH 2 -, - (CH 2 ) t-tiE) . 
25 (ii) 7;U^-I/>S -CH=CH- -CH=C (CH 3 ) - 

CH 2 -CH=CH-> -CH 2 -CH=CH-CH 2 -^t*) , 
(iii) 7JI/*-kVl WZ-te. -C = C-, -CH 2 -C = C-, -CH 2 - 

/^kX X^kX 7WkX HJ^kX xt^^kX ^> 
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5 KEJt*^wTt>cfc<, ^ya^^*y*-c«^$nTViTfc«kVi. 

0»J;ifc£ -CH 2 -0-CH 2 -, -CH 2 -CH 2 -0-CH 2 - 
> -CH 2 -0-CH 2 -0-CH 2 -, -CH 2 -S-CH 2 -> -CH 2 -CH 2 
-S-CH 2 - -CH 2 -S-CH 2 -S-CH 2 -^<Jf^ffl^e,n-5o 

20 , #)*_fcf 

£^4tz^L8SM ; Vteit >CX >C=(X >C (W) -W a ££«>N- 
(ii)^ 
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(5£+* Bmte 1 Sfctt2flO**VS*fctt 1 &tr»L 5M<DC 1 . 6 7)l^)UM 
5 «U 




10 Atf, ;>Wk x^jk ^Dtf;k -fv^pejus:^) . Cj.eT^^+vS ( 
M?itf. *h*x xh+x ^p#+x -rvi/otf+s/ttg) , c l _ 3 7;i« 

tkVyt+vS ^^l^>v^+X X5 L k>^*^^<i:) » xh 

15 (iii) 3; 

(CH 2 )m-\ 
— N Y 
(CHpn-\-(CH l )lc / ' 

2-s -CO-Sfctt-CH(OH)-*» Y«-CH2-. r 0-£fcte-NW 
b - (W b KMcfcJK^fcttfitftg* W t T t> J: V» C ! . » 7;U*^***T 
20 ) k&£t£mte^ft^l0ftV>L4<Z)S$c£> #vc>k+mfilft^L4<Z>g 

(iv) g^s^wuTviTfeck^^^SKS^sis^^fflv^n, ±iao 

4>T«, tfiJAtf (i) > (ii) (in) L<, (i) 
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\t (iii) tt£>8«ff*U*. mz (iii) jWSLK 
t>«fcV>4&HL8JURj tbXit, mX\*. 5£ 

-o -o -O -c- (> 
-o 0 ^ -o=d. -o-o 

tlWTfei^Cj.eJ^^yl *h*v, Ih+k -f 

Gtt. #3;L<te, 7 7i, MmtzEwsufym? ; ;>Wk x^;k :/p 
, •< y 7d vfc <!: (0 C , _ , ->Sfc E 

15 w-msns ™s^^L / T^Tt>«fcVi^t7K^Sj iLTtt, m 
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5 « : p*«koqaatRw zmtentz 1 2 a, » * l < a 1 fl&t> l 4{b<d 

AxnK^SStfSJftULl 0*0 (*»^*fctt2mS) **Siafeft£jWa^ 
en*. ft#Wfctt, 1-, 2-*fctt3-tTPU^M 2-£fcfi4-f ^ 
^VJvx;k 2-, 3-*fcf44-e9»/U^;k 1-, 2-, 
4-tf^'Jv?;K 1 -*fctt2-fc!«*75>-Jk ^l^U-Jk 2 -?I-Jk 
10 2-t°'Jv;k 4-bf'J^k 2-7U;k 3-7'J;k 4-* 

yj;k 8-*yu;k 4->rv*yu;k tf^-;k 2 - e iu ->*-jk 3 
-tfpu;k 2— r^wj;k 3-eu^v-;k 3— fv^rvfiuk 3- 

15 ^cbOT^m^eifinfc 1 jftHL 3i©ArOlf^05 £fcfc£6*0 

flillil (mtf* 3-^x-;k 2-t!Uv;k 4-tr 

20 «lftSi:|^«©t>©3ftt**^«©fiftffl^en*. 

w^^nsc^eTMMtLttt, ;Wk x^;k -fu\f. 

;k -YV^DtfJk 7*^;k -fVT^k sec-7>;k tert-T^k 

25 BtS^n§ ri^fctt2®0^ys^7c«i?ftViL5®0C 1 _ 6 7;k^;u 
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— N 




m* i-y*u>m. 4^li2* W£v<\$. 5*v>liojd mmim 
. ^7V-;k -fv^7 % /-;k **ity-;k -f y:**u-y-;k *yj>. 



M r4^Ll 2M^SRj LTlriTt><k insist UTtt, WLtf. ffi 
15 IBA r 1 *3«fctf A r 2 T3t£*l3 r^#^gj *«*LTlriTt>«t^«SIStra« 

o >b©*«Ri«ofl»ffl v> ens. 
w b ^n* rc,.,7;i4;wij £LTtt» *^;k x^k 7* 



10 
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PtfJk -TVT'PkfJk -f V^;k sec-7^;k tert-73\»k ^ 

«o/\ny>R^ -has, ->7y«> Apy>{bsnTv>Tt)j:^C3_ 6 >' 

5 i7D7)W^ ADy>ft$nWtfe«kHC 1 .,7;l'3 + >'S. Aoy'Mk 

75 7iz^;kT = y, 7ptf3-~;i/75 a ^lUkr^fct* 
) > c 1 _ 6 7;pp4 i v-*;k^-^S» 

c 1 _ 6 7;Wkx;k*-;i/*, c x - t 7)V*)\,w?4-M&* c 6 _ 10 
;k 7U;k tf'jyM£) ft£aw>e>ft£. 

0 (mS^Sfc«2^) 35r«**«fcfi&W>Sn*. 



Ar ^.fctfAr 2 TSt£ft3 r^#^J #WLTWt>«fc^lH«££E!«© 

#j;U£> ( i ) a 
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;\uy>m?> c 1 _ 3 7;u+i^>> ? ^i>s> -hPS> ->7/g> ad 

5 ^amjn, Aay>ft$nTVix : bctviC 1 _ 6 7;i/3+'>s> Apy> 
^$nT^Tt>«k^c l _ 6 7;w^^-*> kHo+yS, 75 ^ey-C! 

;u7^yXv *;u5;i^ c,_ 6 7;wi'-*;^-;us. c 1 _ 6 7;MpJi'-# 
#;w^>;us> c 1 _ 6 7;P=i+>'-*;i/fc^ > #;ua 

At<;us, c^e/j^j^j^-jH, c 1 _ 6 7;i/+;ux;P7^ 

c 6 . l o 7 u -jms&zfc 6 _ , o 7 u ->g*> sdcsi^ e s« 

15 (ii) ^ 

-v> 

(it*. V a tt^ >C (W) -W a £fcte>N-WT^t>£tl£X (Wtt (a) 
tKSRR^; (b) ADy>ff, C 1 _ 3 7^*U>^^^ -hoS, i>7 
yj£. Apy>Yb$tiT^Tt)ck^C 1 _ 6 7;Wl'S. Any>flssnT^Tt> 
20 «fc^c 3 _ 6 ->^D7;u+;i/S, Apy>{k;$nT^Tt)«fc^c 1 _ 6 7^p^^ 

, ; e/-c 1 _ 6 7^;i/75ys, >?-c 1 _ 6 7;i/*;u75y», c,. e 7W 
-#;i^-;P7i=/a> 7j?;P5;HS> c 1 . fl 7;wi/-*;psH-JHl, c,_ 6 7 

25 X, ; ey-c 1 _ 6 7;^^-*;i/A*^^;ps> v-c 1 _ 6 7;P 
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5 ©C 6 _ 14 7U-;USS/S:tt®C 7 _ 16 7^;WU*; (c) A 

ttWTt> e k^C 1 _ 6 7;Wl'g> Aay>te£ttT^T*><fc^C3_ 6 v7P7 

^Tfeck^c^emms, tHP+yl, 7S/S, ; ey-c 1 _ 6 7;u 
/g, ^s^.c,.,/^-*^^ c 1 _ 6 7;wi/-*;P4?- 

;u*> c 1 _ 6 7^*^x;^n;i/«, c 1 _ 6 7;u*;px;u7>r-;wat 

is , c 6 _ 10 7U-;us^«k^c 6 _ 10 7U-;^*>'S^6j«*»^e»atfn5« 

Zf&zmfrzMtttifc 1 3fev» l 4m(D^nm^^ts su^i, i o msir 

S£ ; W a &7kH!iiC^ tKP+v*SfcttC 1 _ 6 7;WU»^-r) T^fc>£ 
20 WttTtt. ADy>K^ ~>7/S> APy>{b$tlTViTt)ck^ 

c 1 _ 6 7;u^;u^ Apy>ffc£ttWTt>«fc^c 1 _ 6 7;u3**>ga»s&*i* 
A^sttn-ssiftS^n^ni sfctt2fl^rLT^Tt><fcv^c 6 _ 14 7U-;p 

**fcttC 7 . 16 77;Wl«Ja:£**fiF*LK tOfctt, AP^HB^fcfiA 
P^>'fb$nT^T ! bJ;^C 1 _ 6 7^P+->STMm$tlT^T i b e fc^7x-;i/ 

25 «fc£jWIF*U». 
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6 7;wP7$ys, ^-c 1 _ 6 7^;P7 = y«, c 1 _ 6 7;u+;p 
6 7;pp*->-#;m?-;i,£, *;i^E-f;Wfc tz-c.^TiW-^Mi 

3ffl0«fc*£WLWCfc«fcH (i) C 6 _ 14 7U-;U« (ft\Z, 7z=;«) 
(ii) tt*K^£WK:*j|H(^ Bft^Ig^.fct^KIIMWeatfnsi 

15 c 1 _ 6 7;^+'>s*5«k<ytADy><k$tiTiriTfe < k^c 1 _e7;u^;p*^^s 

20 S*i^Any>ftS*iT^>T'b«k^c 1 _ 6 7;i'*;PS^6)a«n*HijlS*W 
7;m*^TBtt$nTlr^Tt>«klri7x-;i4l3&«ffaT»*. 

25 av-Cfc, C l .,7Ml/>SifeHC 2 .,7Wr-l/>i^Jb< > c x 

. 6 7)v*v>m m%.& *^u>. hij/^ux ^h^^i^ 
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QtLT&> C l _ 3 7)V*V>& *?U>* X^UX MJ*^U 

R l ~cm>Zn&7i')V&£lsTl*s -CO-R a ^fc«-CONH-R a ( 

♦ MZtf- Any>gf, C 1 _ 3 7;P^l/>v^-*'>S, -has. ->7/g, 

. 6 y^D7^jn. ADy>^$nxviT : bJ:^c 1 _ 6 7;up^vS> Aoy 

c 1 _ 6 7;i/+;i/75y«, v-c 1 _ 6 7^+;P7^ys, c 1 .,mjh*M 
xji/r^ys (tfHAfcf, 7-fe^75y, 7ot?*x;i,7SA ^u;P75/ 
&£) . c 1 _ 6 7;p+;u-*;^-^*> C!. e mjh*;H 

-;m-*->s> c 1 _ 6 7;up^'>-*;^->»1'S. ^jua^ 

is -c ,_ 6 7 )V^-)V-ti)vn^ v-c 1 _ 6 7;wu-*;ua^ 

f c 1 _ 6 7;wux;^-;^ c 1 _ 6 7;u+;ux;U7^^;u 

S> C 6 _ 10 7'J-;P»> C 6 _ 10 7U-;P**vSfc«fctf5fc^U7ft<D£^! 

s-eft-rfttfi/WTfciir* (0 c,.,7;wn, (ii) c 2 _ 6 7;uy-;w» 

20 > (iii) C 2 _ 6 7;^-;^ (iv) ^>if>St£*8£LT^Tfccfc^C3_ 6 "> 
^D7JWI/S. (v) C 6 _ 14 7'J-JI^£fc« (vi) C 7 _ 16 75JMr;U«fcH 

25 _ 6 7;u3*->-*;^-^**UT^Tt>J:^c 7 _ 16 77;u*;us ^ 
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£££ C 6 _ 10 7'J <=> fi£SiM>> *>M\tntz 1 1 3 ® W 

3- 6 y^o7Wi. Apy>fls$nTWb«k^c 1 _ 6 r;ni*">ai» ad 

15 -c 1 _ 6 7;wu7 = y», > 5 -c 1 _ 6 7;WP7 = ys, c^jTW-aji. 
t}?-;u75/s; c 1 _ 6 7;wp-aj^-^ c 1 _ 6 7;u+;p 

iw^Mk* : ey-c 1 _ 6 7;^;i/-*;i'A ; e-r;i/a, y-c,. 6 7W- 

20 7 w n;us*cfc^c 6 _ , o 7 u -;us^6^t^p^ 1 &n v 3 ®<Dfi 

R 2 <hLT«> (DtMRJK^ (ii)C 1 _ 6 7;WP« (0»J> > (iii)C 7 



(i) 5£ 
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10 



15 



20 



ss&, vHiiS >o, >c cw 1 ) -w« i *fcr4>N-w i T*t)sn*ai <w 
n^m^^n^en i&ni2iitiwbii»c,. 14 7'j ( c > 

l^Ut2fS<DC 6 _ 10 7U-;US^WtT^T i b < fcViC 1 _ 6 7;i/+;l'SSfc« 



Tt>«fc^imt*fctt2l!!tt0 5fe^L,l 0MS£\ D 1 ^«C 1 _ 6 7;^;^ 

c 1 _ 6 7;u3+vSfecb^c 1 _ 6 7;u+;p-*;u^-;i-*^e>^^e>ii«n 

(iii) 5t 



E l ^«c 1 _ 3 7;i/+i/>> ? ^+v»> -box, c 1 _ e 7;m*$'*. 
75 7*, c 1 _ 6 7;u*;p-*;^-;i/75>'S^«ktfc 1 _ 6 7;m*'>-*;p 

•£>3R£» X'ii-CHj-Sifctt-CO-** YMi-CHj-Sfctt-O-S* 
R 3 T^t>$n-57'>;i/S<htT«, -CO-R a Sfctt-CONH-R a ( 



(ii) 5$ 
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.,y^D7JW«, AD'*rWfc$tlT^T ! bck^C 1 _ 6 7;i/n^r>'S, APy 
C^eT^^rS/X, 5?-C 1 .,7JMr;P75y*, C^emihijM 

-;P7S/H (Wttf, 7-fe^;P75y, 7'pe^--;u7a/, 7^1)^75/ 

-Jk**->S> *;p#+->;pai, c 1 _ 6 7;up*^-*;pfc^s, ivvn^ 
)m. ^ ^ - c )V^-)V-ti)vn^ v-c 1 _ 6 7;wu-*;w\' ; e 

C 6 _ 10 7U-;U«v C 6 _ l0 7U-;^+'>S*5ct^57 l t j:^L7M^1i^ 

*-t*Hen*LWtt>«fcH (i) C,_ 6 7JM^g, (ii) C 2 _ 6 7)V^~)m 
, (iii) C 2 _ 6 7JMr-JU&, (iv) ^>-fcf >IR£IB£LWT , b<J:V>Cs_ 6 >' 
2U7)V*)V& (v) C 6 _ 14 7U-;i/££fctt (vi) C 7 . 16 77Wi&t' 

15 R 3 TS£n57v;US£LTte. -CO-R* (R a fiMIE«h^ 

m**?) ftiWJK, ftfC, -CO-R c (R c «APy>0T, C^j 
7fr*u>if-**ri'& - ham. ->7;i> AD^ftSnWTWHC,. 
6 7;wp&, Any>ft$tiTHTt>«knc a7MM. ADyxb 
snTViTt>«fc^c,.,7^3^s/3S» Apy>{k$tiT^Tt> t kViC 1 _ 6 7;p 

20 +JI/^^S, kh'o+yS, 75 y a, ; ey-c 1 _ 6 7;wi^75 7»v v-c x 
. 6 7)i^r)i7^ym. c 1 _ 6 7JWi/-*;ufc;i/75 7^ 
ejj^-^jn-jn, c,. 6 7;w-*w^t=iryl, *;w$*^ 
c 1 _ 6 7;i/3^v-^;p^-;i,s. rt^A^-f ^y-c 1 _ 6 7;u+;i' 

25 ;i/*;i/x;i/*n;u», c,. 6 7MH^7^ c 6 _ 10 7U-;ps, c 6 _ 
10 7U-;^^>S^<fctK5^b7ft©sm^a ^x-;k 7'j;k ^ 

fe«kKDc 1 _,7;u+;^ (Dc 2 _ 6 7juy-;^ ®c 2 _ 6 7;M^;us> <Dc 

3 . e y ^ D 7J^;H> ©C 6 . H 7 'J - JUJ fctt©C 7 . , e 7 7J^JH$it 
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5 3^yl> AD^teSnWTfc^C^^Wk^g, kh'o+yi> 

75 /s> ; ey-c 1 _ 6 7>»WP7^y«, ^-c^.y^^rsyak c,., 
7^^-*;^-^^>'S> c 1 _ 6 7^3^->-*;1/tH- 
*;kx;k7 w c 6 _ 10 7'j -^s *cfc^c 6 - 1 o 7 u 
15 T«&£ftTvvrt>£^c 7 _ 16 75;u*;u»T&5. 

£fc, R 3 tLT(l 

-CO-R 5 (RWOzKJWK^* (b)#;k^>;i^ (c)C,_ 6 7^ 
(ftfc. ;Wk x^&£cDC 1 _ 3 7JM^X) , (d)C 1 _ 6 7^ + -> ( 
20 m, *WLWT&«fc<» ^>-^>^<h*S^LfcC 5 _ 6 ->^P7;i'+ 

JUS S'^D'O^k S/HWsfrS/M , (e)ADy>^ (#J> 

Z) . c 6 _ 10 7'j-;i/a (fa, 7x-;u&£) . c 6 _ 10 7U-^-^;^-^ 
7$ (0d> ^>\Ar;P75/ft£) frt>t±z>mfrt>m\znz>ii£^L2®<» 

HftiS^LTHtfeJ:^, ftaKTOflfcSBlMt^ RSSK^^itfflatJS^ 
25 3&^J***3^&ai*n* l&^L3<@<D^xDliiC^£ < Bt?5 £fcte6fltf>37§ 
*£?ti?tSg (0J> fcf'JvJk fX-JK 7UJk IfDUJk 3-7*P))Vt&£) £ 

(iii)3t -CO-Alk 0 -R 6 [A 1 k 0 «t KD*->H*#l/WTt>«fcH 
C 1 _ 6 7JP+U>**, »*L<eaS: (CH 2 ) r 1 ( r Mil fc^L3©»8 
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5 I«flWTfc<k^C 6 . 10 7U-iH (#K 7x-;W , (b)C 6 _ 10 7'J 
S£ 1 2iflT^TfeJ;li75 y » (h) t Fa+y6tLTWfeJ;^ 

15 (i)c 7 . 16 77jp*;i/**'>* (0>J> ^>x;^+>') , (j)c 6 _ 10 7U-;p- 
#;kfcji^ (#k "*>vM , ;M > ooc 1 _ 6 7JWP-*;u^;i'**v'» (0>J 



20 (Qa«^- (CH 2 ) s- (stelfc^U3 08»&jj*-r) (CH 2 ) 
t-CH= (ttt0^l2Ol»*3Kt) Tgfc>£tt5«£> R 7 «tK^^ 



(iv)5£ 




(v)5£ 
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h^c^r^jvm (m. x^jk ywiumDc )i*)v 

5 ^^-J^^C^sT^^+v-*^-;^) , (d)S; -CO-R" (R d 

5?;» £*T) ~e^fr£tt&*> <e)£ -CO- (CH 2 ) r 1 -^ (rMil 
-;k ih^y^^M^Ci.aTJ^^y-^M-M) SfcttK* 

DK«#rr*5&*>L6ft®**!iai (^Jv tuv^a T?^t> 

$tl^S^fc«(f)-CONH-R f (R'ttC'i.eT^HS ;Wk 

(vdsc -cooR 9 (R 9 «ADy>-fb$tiT^Tt)c};^c 1 _ 6 7;i'+;p* (0a 
, ^^;k x^;k v x )y)v^ru^)V) *^r> -esfr^nss; 



(R 10 !***®^ c 1 _ 6 7;kn+->-*;^x;PS (R * h^>#;ktfxju 
, xh^->*;^x;i// < t<i:(DC 1 _37;kii^>'-*;k#x;us) > t/xtty- 
CL.m^-AM^jp* (flu ^)iij)WW)i, jij-iiiDVrt^ 
;k v^^k&JkrPE-Ok Vxz-Mfrn^M . Aay>{k$nt^Tt> 

(viii)iC -CONR n -R n (R 1 'fcMcfR^ftttC ^.T^iH (0*J* 
*3Mk x5 L ;U^i*<DC 1 _ 3 7;WI^S) Sr. R 12 tt(a)fcKo*"X (b)75 7 



(vii)5£ 



20 
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. (dty-xny-c^.T^-Tsy («, *^;p7sa x^;k7$/* 
w;k i^^^^&^od-jT;!^ 1 ^-*;^^) , (e)c l _,7;p 
5 3 7;k^>-#;k#x;w > (Oc^TJV^-ijjv^ji^^ (#i> 7-fe 

) > (g)^jP77^;K (h)^y^b$tlTHTt)«fclri5 3&:V»L7MO*s(i!RS 

uwTfe«ki»e 1 . 6 7;wwi («, y^;k x^;k ^iiKMfioc,., 

10 7;I4A» *tk"T) -C^t>$n-5S ; 



(R 13 tt(a)7KmH^ ft) t KD+^i^C ,.,7JI'3*->-*Mzj|/ 
. * h**>;frjp#x;k xh+v*;i/7Hx;u*t*©c 1 _ 3 7;p=i+v'-*;ufc 
15 ;W ^^^^Itfn§liI$flTfe c t^C 1 . 6 7WJH 

;k x^jk yDe;uft£<DC 1 _ 3 7JM^*) , (c)c 7 _ 16 7^;k^;ps (#J 

#;ka?x;i< (flu *h*v;*7jktfx;k xh+^*;k^x;u^<!f©c 1 _37;kn 
=^>-#;k#x;i/) ^e»^^p^6S^ti^fi^*^rtT^Tt)ct^c 1 _ 6 7 
20 ;wi/-*jk^x;i/S (#u 7-fc^;k x^;kfrjk#x;k& < ^c 1 _ 3 7;M i JU 
;m) ^fc«(e)c 1 _ 6 7;ni+>'-*;k^x;i/ m> ^h+yM# 
x;k xh+5>^;k^xjk^<h*(DC 1 _3 7;k3+v-*;k^-;i,) £^lwt 
s b t fc^c 1 _ 6 7;k+;p-^;u/wjps (#u ^k^k'WJk ^>vts)V 



— conh-n^n-r" 

(R H iic,. 5 7Mj« m. *^;k x^;k :/ne;pft<^c 1 _ 3 7;u* 



(ix)S 




25 (x)i£ 
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(Xi)5t 



R 



IS 



— CO 



0 



5 (ft, ^h*^*;nH=;P7sy. xh*5^;i/#x;k7s/&£<Dc 1 _ 3 7;i' 
;p-#;k#x;u7 = (ft, ;WWj;m*-;u73 a 

io (xii)S 



(R 16 «(a)fc Ko^v43 e kr>*c,_ 6 7;i/=i4 i x-*;^-;L' (ft. * 
#-;k xh+'>*;U7t?-;^«i:oc 1 _37;P3+'>-*;^-Ji') 3ft»edS*# 
^6atfn*«ftai**rLWTfc«k^c I _ s 7;wi^i (ft> a^ju, x^;u 

15 , 7n\£)lUli<DC l „ 9 7)V*)V&) > (b)*^SiPat. <c) C 1 _ 6 7;Un+v- 
:&;M?x;ua (ft, * h*<>#jktfx;k xh*$/#;p#-^&£0C 1 _,7;i' 

Jtflt?fr Sj£<&#j&> eatftiS 1 &v» L 3 iOAfDf^ftS 5 &l> L 6 

s©«*m-*;^xjp» (ft> tMOy*^*^) **t> T^frsn 

20 ; . 

(xiii)5fc -Sp 2 -R 17 (K 17 tt(i)5/i^L6a©tt*!!Ut (ft, 
M<D§itt7$A*) StlWTWUC^eT^H (ft. A3^k X^W 
ts.£<DC x . 3 7)V*)im , (ii)C 2 _ 6 7J^x;U» (ft. if^PS) Sfzlt 
(iii)C,_ 6 7>)WU (ft. A^Jk JL?-)\,UE<DC^ 3 7)V*)V) 
25 . ! bck^C 6 _ 14 7U-;PS (ft. 7iZJk ^-7^-;W £^T) T^fr£ft5&; 
(xiv) lftlil/SfflOADy^If (ft. 7 7*. tt*fc£. $?£L<«7y 
^) *fcttC 1 .,7Jk3*->« (ft, ^h+v^i*) &WLWCt>«kV>C 7 _ l6 
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77WJH (jf*L<tt, 1>V)V&) ; £fc\$ 

5 £a*#*u>. 

(xvi)^; 



i 




(xviii)i£ -CO- A 1 k-NR 2 7 -CO- A 1 k 2 -0-A 1 k 3 -R 2 8 
15 (xix)5S -CO-Al k 2 -NR 2 7 -CO-Al k 3 -R 2 9 
(xx)3$ 

-CO-Al k-NR 2 7 -CO- A 1 k 2 -NR 3 °-A 1 k 3 -R 3 1 

20 (xxi)it -CO-A 1 k-NR 2 7 -CO-A 1 k 2 -NR 3 2 -CO-0- 
A 1 k 3 -R 3 1 

(xxii)j£ -CO-A 1 k-CO-NR 2 7 -A 1 k 2 -R 3 1 
25 (xxiii)^ -CO-A 1 k-O-CO-O-A 1 k 2 -R 3 1 
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APy>ITF, -hO«, y7/I, APy>ft$ttWTfc<fc^C 3 _ 6 ^P 

yj^jkS, ADerXfc$nwTt><k^c 1 _ 6 7;P3+i/s, Aoy>{t$n 

sys (fljttf, 7-t^;k7$/\ :/pe*-;k7S/\ ^u^rsyfcE) 
, *;i/#*^;PJ6» c 1 _ 6 7;|/3+->-a;^-;ps. fcjwt-oi/X. ^y- 
c 1 _,7;p*;i/-*^A^E-f ^-Cj.^i^-^WN'^-f 
*s, c l _ 6 7;wi'XJi/^-jp», c 1 _ 6 7;p+;i/7 > ^7w-;i'«^ £ fc^c 6 _ 1 

10 0 7U-^S*^Stfnfcl3Q:^L3ffl©e«IS*WLWT ! b«k^C 1 _ 6 7JP 

. wzjiis ADy>if, - hps, v7ys, AQy>fbSttwct>«fc^c 

3 . 6 y^o7MJH. /\py*>>fk$nT^T i fo e t^C 1 _ 6 7;i/P+->S. ap 

15 y>^$nT^Tfcct^c 1 _ 6 7;u+;u5 1 ^ t^o+yl. 7 = y^ 

> *;p#^->;nt, c 1 _ 6 7;i/p+v-*;^-;^ *Ji7t=efji/* 
, ty-c 1 _ 6 7;wp-^;PA^;^ ^-c^^MJP-^JWt-f^ 
20 c 1 _ 6 7;p+;wx;u*-;i/S, c 1 _ 6 7;p*;ww7-f-^s* 

«t tfc 6 _ ! o 7 u s atfnfc i fcv> u 3 <i<Dg&*£ w lt fed; ^ 
c,.,7;Wl'-A^»I (&l 7t3Mk i3Mk*;i^-Jk ^dWPA 

25 7JWUS) fttWK. fcj&nfb**®^ ^5 t ;^**»*L<, ftfc* 
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18 



— N. 



5 j tLTte. O^JLK 



v-#;ktfh;p) , (iv)#;M^>;k c 1 . 6 7Mjh*M-ji' (flu 7-fe 
?;k X.?-)Vjl)Vi£-)Ws.E<DC x _ 3 7)V*)V-jl)ViS-)V) . C 1 _ 6 7;i/3* 

is ->-#jk#xjp (flu * h*>^;i/#x;k ih+y^M-Mi'oc,^/ 
;P3*^-*;u#-;w > c 1 _ 6 7;m+v-^;k^n;k7^y (flu 
#;kJ?x;k7$y\ xh+^*;k^-;k75y, zfu^^ti)i^-)i7^j . 
^h+x*;u^-;k7 = y> t -:/h*$/#;p#-;P75y) *±tfc,.„77 
;i/^;^+i>-*;^-;P75y (flu ^>^k**v#;ktfx;u7$/) ^e. 

20 ^^^e>M«n^^asrWLxT^T i bcb^c 1 _ 6 7;p+;p» (flu 

x3Mk ^atM£oc,.,7;p+;i4S)\ (v)t;-x«y-c 1 . 6 7;w 
75 y a (flu *?-;k7a a x^;k7SA $**^75A yiws; 

& t*©^ J -X«y-C,. 3 7;U+;k7 5 7) £fctt< i v) C 6 _ , 4 7 u -;kt* v 
S (flU 7i"M+y) P 1 «C 1 _ 3 7;k£k>££> Q 1 ttC,_ 3 7JMr 



(1) it 



10 
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k>S2\ X 2 ttCH> C-OH£7tteN£\ Y 2 «7M?Ji^> /ND^>ff (#J 

,_,7;u*;WB SfcttCi-.y^a*^* /h*ik ih+y^roc, 
5 _ 3 7;pn+'>S) *\ zficcx so£fc«so 2 (»^u<tt, co) s^-r 



(5£*> R 20 «(i)7lcmm^fc«(ii)C 1 _ 6 7;Hi+v-*^-;P7Sy (« 

;P75A ^h+'>*;^-;P7^y> t-^b+^i^^krsyO 
$/) ^^^»^e>M^n§eiiS5;#L,T^T ! b«k^c 1 _ 6 7;p+;ps (011 

. *^Jk x^;k £©C a _ 3 7JWP£) £> P 2 «C 1 _ 3 7;i/*k 

15 WAtf, y^k>, x^kX hU^kV, »^t<tt, MJ/^k> 

) £, X 3 (iCH, C-OH£fcttN (»*L<tt, CH) Sr. Y 3 «7K^^. 



(2) 3C 




(3) 5S 



20 




,22 



(5£4>> R 21 «(i)5£ 
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io 3 7)i*)i) &WLT^Tt)«k^c fl _ 14 7U-;p-*;i/fc;i/ji (^j, 7xx;p 

3 m;W &ti/WTt)inc,. 14 7'j-jp-m-;i* 7i-jp 
*;w>x;k j-73-)ix)V*~)V) p 3 \$c 1 _ 3 7)V*\s>m mxte. 

vy, X^l/X HJ*3^X »^t<«, hU^^I^» Q'UC.a 



(4) 5fc 




WO 01/21169 



75 



PCT/JP00/06376 



(5) 5£ 




Q 5 — NR 26 -C0-A I k-NR"-C0-A I k r NR ,0 -A Ikj-R 



V 



(Ic) 



##^JIA-l : 1- (5-757-4, 4-y7i->»K>5 1 ;W -4-7x 

##0<JI A- 2 : 3, 4-ytHn-6-^h + y-l' - (5-75 7-4, 
4-^7xr;K>fJW X^P l1-7?U>-2 (1H) , 2' -fcf^Uv J > 
10 ) 

###J I A- 3 : 1- C5-75/-4- (4-/ h*v7x~;U) -4-7x 

>3\>w -4-7xz;n;^'jy> 

#%0<JIA-4 : 1- (5-757-4, 4-t*X (4-^DD7x-JW 
-4- (4-7MD7x-JW M^yity 
15 #^IA-5:3, 4-vkKD-6-7 h^v- 1 '- (6-757-4, 
4-y7xZJK+yW XfcfD C^7^l^>-2 ( 1 H) , 2' -tT^'Jv> 

###|IA-6: 3, 4-> 5 tHP-6, 7 -V* h*z/~ 1 ' - (7 -7 5 
7-4, 4-y7x^K7fJW ZEU 0-7*U>-2 ( 1 H) , 2' -fcT 
20 "?U5>» 

#%0iJIIA-l : 1 — (N, N-v ? 73 L ;P75 7) -4, 4-y7x"Jl- 5 - 

(*;U5;i/757) ^>*> 
#tfl|IIA-2 : 1- (N-^>> ; ;U-N-75 1 ;l/75 7) -4, 4-y*7i- 

;u-5- (^;P5;P757) ^>^> 

25 ##0HIIA-3 : 4, 4 - y7i-iP- 5 -*;I/5;P75 7 - 1 - (tJP* U 7 
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###JIIA-4 : 4, 4 - y7i^- 5 -M5.)17$ /- 1 - (2, 3, 4 
, 5-rh7t HD- lH-3-^<>X7-tfbf>-3— f;W ^>^> ttBtift 
##0iJIIA-5 : 4, 4-v7x-;|/-5-*;P5;P75y-l- (4-7i- 

;n^u>v) ^>*> tmm. 

5 ##^JIIA-6 : 1- (4- (4-7JPt07x^) 1 -*f ;W 

-5-*;i/$;|/T5y-4, 4-y7xrM>^> 2&&& 
##f9HA-7 : 3, 4-^kKD-6-> h*~>- 1 ' - (5-*;i/5;P7$ 
y-4, 4-y7i-M>^) XfcTD C^*7^l/>-2 (1H) , 2' -If 

10 : l-^>$WT5/-4. 4-^7i-jH5- 

/) ^>*> £&£ 

##0!)IIA-9 : 1- (N-^>yJI/-N-/W5;) -4, 4-y*7iZ 

)v-5- (h->;u75y) ^>^> 

##^JIIA- 1 0 : 4, 4-y7i-JP-l- (3-^hD^>>MP75/) - 
15 5- (h>^73/) ^>*> 

1:1- (3-7$y"^>>MP7^/) -4, 4-v7x~;U- 

5- (hv;P7 = y) ^>^> 

mnmUA-l 2 : 4, 4-77x^-1- (3- (;* h+S^M^W ^ 
>5W73/) -5- (hv;l/737) ^>*> 
20 #^JIIA-13:4, 4-y*7i-;P-l- (2 - fcf □ U;P75 7 ) -5- ( 
hv;P7$7) ^>^> 

##WIIA-1 4 : 4, 4-y7xZ^- 1 - (1-A^?I/W$;) - 
5- (hv;l/7Sy) ^>*> JfiBtift 

#^0iJIIA-15:4, 4-v7x~;|/-l- (4 -7x-;i/tf^^>?>- 1 - 
25 -f;W -5- ( 1*5^75 /) ^>*> 

#^JIIA-16:4, 4-y7xZ^-l- [4- ( 2 - ^ h + v7x 

t?^7>?>-i-'f;w -5- (h^>;i/75y) ^>*> Jft^Jft 

###JIIA- 17:4, 4-v7x-;i/-5-^^U757- 1 - (4-7x- 
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##0j|IIA-18: 5-^>-tf>X;P*-;U7^y-4, 4-v7x-;>- 1 - 

(4-7x-;Wfc?^U v/) ^>*> 
##WIA-19:4, 4-^7z-Jl/-l- (4 - 7x^;HM'J SV) -5 

- (2, 4, 6- HJX3\n^>^>x;i'tf-ji'7sy) ^>^> 

5 ##fl|IIA-2 0 : 4, 4->*7i^-l- (4 - 7x-;Kf^U >V) -5 

-(2, 4, 6-h'j-rv7*Dtr;^>-if>x;i/*n^75/) ^>^> 

##WIA-2 1 : 4, 4-^7x^-5- ( 1 -^73MP7Jl/*->H/7S / 
) -1- (4-7x~;H^UvV) ^>?> 

##031 1 A- 2 2 : 4, 4-^7x^-5- (2-t7fiW**^75; 
10 ) -1- (4-7x-;H£^l)>V) ^>*> 

##WIA-2 3 : 3, 4-ykKD-6-^h+y-l' - (5-7^^7 
S/-4, 4-i?7xrjK>f;W 7tfP C^7^U>-2 ( 1 H) , 2' - 

e*u$?» 2i£ggJi 

#%0i|IIA-2 4 : 3, 4-yth*D-6-^ h*->- 1 ' - (5- hv;i/75 
15 /-4, 4-77i-;K>fJW XtfP 07*l/>-2 (1H) , 2 ' - fcT 
^Uy» 2ifi&£[ 

###JIIA- 2 5:4- (4-7DP7x-;i/) - 5 -s|y;p$;W75y - 4 -7 

xr;p-i- (4-7x-;Hf^>J>V) ^>*> JftBItt 

#%#JIIA-2 6:4- (4-70D7I-JW - 5 -JM^;i/7$ 7 - 4 -7 
20 1 - '(4-7x-JHf^7^>- 1 - <;W ^>^> 2&&& 

##0iJIIA-2 7 : 4- (4-7PD7x"JW -1- (4- (4-7;M"07 

x^;i/) ^5y>- 1 — OW -5-*;i/$;i/75/-4-7x-;i/^>^> 

2^K^ 

###|IIA-2 8 : 4- (4-7D07x-JW -1- (4- (y7x-JMf 
25 ;P) tT / ^7v ? >- 1 — I^IO - 5 -*JR / - 4 - 7x"JK>^> 
##0iJIIA-2 9 : 5-^;i/5;i/757-4- (4-^h + x7x3) -4- 
7x~;l/- 1 - (4-7x-;i/tf^'J v7) ^>*> &^f£ 
##0i|IIA-3O :4- (4-^h+y7x-;W -5 - ( 1 -^^TJl/tf 

-;i/757) -4-7x-Jhi- (4-7x-;utr^u-7/) s\y$y mwtm 
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##0iJIIA-3 1 : 4, 4-fcfX (4-^DD7i^) - 1 - (4- (4-7 

;i/tD7x-;w tr^v>-i— ov\ -5- (*;i^;P7^/) ^>^> 2 

##0iJIIA-3 2 : 4, 4-t*X (4-^PD7x-;i/) - 1 - C4- (4-7 

5 md7i-;w tr^7> J >-i-' r;w -5- ws^Tsy) 2 

##0tJIIA- 3 3:4, 4-tfX (4-^D07xr;W - 1 - [4- (4-7 
MD7iriW tf^v>- 1— nV) -5- (h->;P75/) ^>^> 2 

10 #^JlIA-3 4: 1- [4- (4-7MP7Z-A) 'Vl7i?>-1-' f )V 
] -6-*JP5;i/7ay-5, 5-y7irjKW> 2»& 
#%#JIIA- 3 5 : 1- (4- (4-7MP7ir;W ^7y>-l-fJP 
] -6-*;i/$;P7Sy-4, 4-~77xr;i/'\*i*-> 2ttB*tt 
#%0JIIA-3 6 : 4, 4-v7x-;l/-l- (4-7x-JHf^>Jy/) -6 

15 - (hzy)i72.y) s\*d-> mmm. 

##0JIIA-3 7 : 3, 4-ykHD-6-^h4y-r - (6-7W;U7 
5/"-4, 4-y7irjK^yjW XtfP C^7^l^>-2 ( 1 H) , 2' - 
^'Jy» 2ii$ 

0%milA- 3 8 : 3, 4 -yh Kp- 6 h*~>- 1 ' - (6- h5>^75 
20 7-4, 4-771^^^) T.eP C-^7^l/>-2 ( 1 H) , 2' -tf 
^'Jy» 

##0iJIIA-3 9 : 3, 4-ykh'D-6-^h+y-l' - (6-^>v;U7 
5/ -4, 4-y7i^K+y;W XtfP C^7^U>-2 (1H) , 2' - 

25 ##0iJlB-l : 5- [4- (4-?PP7x-;» - 4 - 1 KP^tMU i? 
J] -l-ts)V^)V7%J-2, 2-y7ilM>^> %£% 
#^JlB-2 : 5- [4- (4-7MD7I-JW fcWS?>- 1 — -OH 
. -l-*;|/^;i/7=y-2, 2-y'7x-M>^> 2%%% 

##0!llB-3 : 1 -*;PS;P75y--5- (4-kHa^>-4-7x-jHf 
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*USV> -2, 2-/7x-JK>^> 

##0UB-4:5- [4- (4-h'J7MD^Wi^W -4-kFP 
^y^ijy;] -1 -aM^TS 7 -2, 2-y7xz;K>^> 
##0UB-5 : 5- [4- [3, 5-tfX ( h U 7)V*U*?-)V) 7i-W 
5 -4-fcFD*->tf^ySV] -l-*;U5^73/-2. 2-y7i-M> 

##0UB-6 : 5- [4- (3, 5-y^DD7i-^) -4-fcHP^fcT 
^'Jy/] - l-*;PS;P7Sy-2, 2-y7i-M>^> 
###JlB-7 : 5- [4- (4-^OP7x-;U) -1, 2, 3, 6-fh7 

###J 1 B - 8 : 1 -3jvM/$;i>73/-2, 2-77x^-5- (4-7x- 

##0UB-9 : 5- [4- (4-7DP7x-;W hf^'Jv/] - 1 
15 ^73/ -2, 2-77x-JK>^> Jffllift 

##0<|1 B- 1 0 : 7 - [4- (4-^DD7xr;W - 4 - 1 H P+^fcf^U 

yV] - 1 -*;i/5;P7= /"-4, 4-y7x-;K7^> 

#%0!l2B-l : 5- [4- (4-7M07x-;P) - 4 - 1 KP+vtf^U 

sv] - 1 -*;i/s;P7sy-2, 2->77x^jk>^> $it 

20 ###|2B-2 : 1 -^;i/3;P73/-5- [4-kh'D+y-4- (4-/b 
*~>7x-;P) ^'JyVl -2, 2-y7x-JK>^> W 
##0S2B-3 : 1 -*;l/5;P7$y- 5- [4-kh'D+y-4- (2-tf'J 
*J)V) fcf^U^y] -2, 2-77xrM>^> 2iftSltt 
#*«3B-1 : 1 -7t^7Sy-5- [4- (4-?DD7x-JW -4 

25 -k HP^vbf^U y/] -2, 2-y7xrM>7> ill 

#%0i|3B-2 : 1 - 7t h7tWi/-5- [4- (4-^PD7x^ 
) -4-fcKP^kr^DvV] -2, 2-y7x-M>^> J&B6% 
###33 B- 3 : N- [5- [4- (4-^D07i^) -4-kHP^^tf 
^'Jy7] -2, 2-y7x'M>f;W X£7»7S "KRX^ tttttt 
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##0>J3B-4 : N- [5- [4- (4-^DD7irjW 
^'Jy7] -2, 2-^7x-;l^>3\>H 7.7v>75F& 
##0j)3B-5 : 1- [5- [4- (4-^DD7i^W -4-tKD+vtf 
^•Jyy] -2, 2-y7i-M>^] -3-X^7l/7 
5 ##0J3B-6:N- [5-14- (4 -7 DD7i-JP) -4-kh'P^^tf 
^'Jyy] -2, 2-v'7xrM>5 1 ;H ;*^>7;P*>7$ f* ttWft 
###|3B- 7 : 7i3 N- [5- [4- (4~7PP7xX;i/) -4-fc 
Hn+y^'Jyy] -2, 2 -x7x~;i^>3MI/] #;i^-h 
##fHJ3B-8 : 1-7-^^757-5- [4- (4-7DD7i3) - 
10 4-kKD*vt^'J^/]-2-7x-;i/-2- {2-VVis)V)1>9> 2 

###J3B - 9 : N- [5- [4- (4-^OD7i-JW -4-bKP+^tf 
^Uy/] -2, 2->>7xXjl/^>3Ml/] ^+it5Hmx^ JftBKJft 
###|3B- 1 0 : N- [5- [4- (4-7PP7xX;i/) -4-kh'D^y 
15 fcf^'J>V] -2, 2-^7x-M>f;W 7Dt5 HBIX^Jl/ {ftgftJft 
###|3B- 1 1 : N- [5- [4- (4-^OD7i-^) -4-hHP^v 
tM'»V3 -2, 2-"^7x-JK>5 : Jl/] 7*JU* 5 K$?XW 
£Mmi :^>i^)V 2-((2,2-v7xX;l/-5-(4-7xX;i/fc^»J y7)^>fjW 

20 *Jg^J2 :tert-7^ 2-((2,2-y7i-JH-(4-7irjHf^'Jy;)^>f 

mmm3 :4,4-v7xX;l,-7-(4-7xXJl,b:^UiV)^7^;Kr5> 21£^ 

HI£0iJ4 : N-(4,4-v7xXJl/-7-(4-7xXJHMU -J J)^Zf^)V)-A-^)V 
25 ^>-fef>7Jl/*>7 = H ttRJft 

*&fiW5 : N- (4, 4-y 7x-;H-(4-7 x^JHf^ U y7)A^W 7t ^ S H 

6 :N-^> v?;i/-N- (4, 4- v 7 x X ;i/-7- (4-7i-M^^U y7)A 79 1 
)75> 2iti£i& 
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HJ60iJ7 :N-(4,4-^7x-;i/-7-(4-7xn;|/tf^'JxV) / \7 P 5 L ;W-N-(3-^ h 

«0J8 :N-(4,4-y7xrjH-(4-7xr;Hf^'Jyy)A^)-N-(2-^ h 
ty^>y^)7$> 2W 
5 «#I9 :N-(4,4-v7x-;i/-7-(4-7x-;Utr^Uv ? y)^7 P ^)-N-(2-7^ 

7i>AMW5 H Jffl£& 

1 : N-(4,4-v7xZi;i/-7-(4-7x-;Hf^'J y/)A7^)-2-7x 

HSSflll 2 : N-(4,4-v7x-^-7-(4-7x-;Utf^'Ji/y)^7'5 1 ;P)-N-(2- 

Hflg0i.ll 3 :N-^>^;i/-N-(4,4-v7x-;i/-7-(4-7x-;Hf^'J> ? y) / \7 P ^ 

;u)-N-/^;i/75> 2%iKJft 

15 mmw 1 4 1 3 1 (DitG®. 

±E©fl:^» (I) <D7^, 5t 




tit*, R 23 «ad^>H^ 7-;*Bf, ift*®?, ay^JlT) , C, 

S (09. /^UX Ifl/X HJ^l/» X 5 ttCH« C-OHifcli 
N£, Y 5 tt7K^H^, /\uy>gf 7y*R ; p, £ifiJlB% 3vmm>? 
25 ) SfcttC l _ 6 7 , ;m+">» <0!U *h*->> 7°o#*v) £; R 26 

tt**^ *fcttC,_ e 7;Mr;i'** ; Y 6 £«fctfY 7 li|in-*fcttSfcoTzfc* 
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/\Dy>gf (#J, 7v*Sf. a^ilf) . /\ny>fl:3 

HJ7;u#o* h+v) fc^f) T^fesnsfb^f^fcreott^&fcfb^ 
5 tre&s. 

% (03, ^^;k x^;k 7d£>w fttwtik 

R 26 <bLTte, 7K*KW»*L^. 

{b£4Mla) <DJM*0!l<hLTte, «0U, 5 7, 5 8, 7 5, 7 6, 7 7 

, 8 o Sfctt l o 3 toik&mtzEiffit. U>. 

MELfciS (I b) (I c) -&&t>ZtlZ><t£®£tcU : t<Dm*> 

15 fr»35i:ft'&*T*«. 

fb£t) (lb) (DMWMtLX\t, HJS0»J4 4, 4 5, 4 7, 1 0 4, 1 0 5 
, 1 0 6, 1 0 7, 1 0 8, 1 0 9, 1 1 5, 1 1 6, 1 1 7, 1 1 8, 1 2 0 
, 1 2 1, 1 2 2, 1 24, 1 2 5, 1 2 7, 1 2 8, 1 3 0 £.tcte 1 3 1 <Dit 

20 {Y&m (i c) om&mtisTit. mmrns 1, 59, 6 bm^mis.Eim 

8Mb. Mtc, 107K»«l^*jecLT^« (I a) «*bTSl*b£4&), 
25 «kDfln*^ft£&e;iLTfc£tt (I a) K^bTSfli^T^TJ;^. 

fb£* (I a) (D7d K^^^<hLT«, {fc^» (I a) 07$/i^7y^ 

fb, 7;wwb, DA^b£*ifdb£#j («, *b£* (1 a) ©rsyim 
nu-y-r;Hb, 7y~Mt, ^>^75/*;^-;Hb, (5-^^-2- 
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K>hm\\:. teDMitznrzitG® w* u a) o^mm^7±^^it. 

I a) <D*;i/^+^;US^xXx>»Hb, 75 \*it2tltc4tG®<Dji)l>#*~»\>m 

tfe>n-s. znb<D<k&M*sw'£%\<D%miz&'iT<tGV> a a) 

*%W<Dik&V!l (I a) (D^O H?y^tt, j£JHfH£l 9 9 O^fiJ 
15 $&<7>Bfl%J m7#^™tH 6 3H*>e> 1 9 8Hfc3a«Snw*J:-5fc, 4 
SW&frafc£* (I a) CgftrS'bOTftoTfc.fc^. 

(lb) . (Ic) H y°ah f yyiftLxm^XhJ:<. WcfuY? 
y^tLTte, WtBlb^tl (la) ©yDH7^t»fe0^f^W t 

E2g»fcflF&SftSifi£LTtt. 0HAfcf, lit U>»*» -U > 

. vM^Rtt. 77jHI, gCfttt, ha^K*, ?x>Wtm, ¥L&&, ^ 
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(I) Sfctt-tOJfttt, ®&7tm (R 3 H, 14 C, 35 S, 125 I ti.ii 
ffc£#J (I) ^tz\^(Om-i. «*«T*oT'b. **n«T»^Tt> 

10 «fcH. 

tf. #M¥8-2 5 3 44 7-Sf&$g, #Hfl¥ 1 0 - 8 1 6 6 5^$8, 

1-7135 o*^«:i:k:E«snT^*^rj**5^«*nk:ipi;5^«sic 

15 WAtf, (Ia) 




R 23 -COOH ( I a- 2) 
20 *S*T7^;Mk-r**^ a 
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R 32 -X (I a-4) 

itG® (lb) ZMttomt* i£ 
Y ~ tt^^L Q 5 — NR"-CO-A I k r NHR" 

5 (Ib-1) 
R 29 -A 1 k 3 -COOH (Ib-2) 

cat, mm\mBtmMm^^ T'mznzGmmcDKm&mmwtz 
10 ( i c ) sfc«^om«> £ 

Q 5 — NR I6 -C0-A I k-NHR" 

KX>, 

(I c — 1 ) 

(1) Al k 2 ^Sm*^LT^Tt)ct^C 1 _ 6 7^U'>*0«'&, ^ 
R 31 -A 1 k 3 -NR 30 -A 1 k 2 -COOH (Ic-2) 

(2) A 1 k 2 ^£r&^<D*§£, 3 

R 31 -A 1 k 3 -NR 30 -CO-X R 31 -Alk 3 -NCO 

(I c-3) 

ftfift(Ia-l). (Ia-3) , (Ib-1). (Ic-1) 
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mt, a#&»©2f& mxit, #w¥8 - 25344 7wa&* #h§¥ 1 0 - 
8i66 5 mm. 1-7135 om±®tzz\zmm2nT^2>ijm$> 

j£ (I a- 2). (I b-2) £tz\Z (I c — 2) T*£tt5WM<£>Mj£;f$ 

5 mmfctLTit. \k§m (u-2), (i b-2) $.it\% d c -2> 

^ (I a- 4) T^nsafcm^ft^LTte. 77WJP^y*f^ 

15 ;u#-;i^dij h, 7^*;p P -~ hD7i^ KlxxfMW^L^. 
j£ (Ic-3) T*$nSM^ttg|^<i:LT«. g^{C7 'J-;Pg£fctt 

77ms^^*M$>iA7'rh' (R *;PA'^>^i7DU H, 

A '5>i^D5 Kfc£) , *;UA^>i?XX7;PSfc^©llti#: (09, 

A'$>i7i^, *;pa'5>^p-- hD7x-/k N-((75y)7j;u^-;^ 
20 *ri/)z.\$<&<i $ k, i-((75/)*;i,^-;i,)-r5^/-;u^£) , -fvv7 

-T^Mtteza^vi ^*do7j£ [09*.tf, 77 

> £ v 3 -? :/ iw\- ~> 3 >x (organic functional group 

PREPARATIONS) %2W^ 7*^7^ (ACADEMIC PRESS, INC.) IB 

5$ (I a — 2) , (I b-2) (I c-2) T^£*13W« 

<££ffctt^#&5 (Ia-4) , (Ic-3) T*m2tlZ>Jx.fo'&Mmi$Z 
, l&(^L5^g. ft£L<teltz\,*L3%m£fc£>%i (I a -l) , (Ia- 
3). (Ib-1), (Ic-1) ££(;R-©i&<!:£, 
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. 7-feh-hU;k'N, N-y^WJ^^aH (DMF) , * 
5 ^X^-ir b >. y^^XM+yF (DMSO) . 7K&££¥&&5<^tt 
*tLt>$:M&ls~cm^Z>Zttfr£Z> B *~Zh7-t hxh'j;k fh7kh'P7 

Wa^S^bT«fcfU>?>, 2, 6-;k^>, h'JlW^X N, N-v 

15 vzfu\z)VJ.3-)i7^>tzZtfmtft>n. #-e*>hux3Mi/7^x n, n- 
£tz. i))\,#>mfr$m&iLXf-)uz£?T7z/Mttz>m&\z\$. 

Ll. 5il0*M>^iyy^a^y^^^5 H (DCC), 1- 
(3-y/W$;7*D^) ^M^yWSHIil (WSC 

20 ) t££(Dm7m&M (i&^li. sum) ^"r^m* a 

lft^Ll. 5^i©N-tKD^yitt<^5K (HOSu), 1 — k H P 
+ ^>X*h'J7V-;P (HOB t), N-k KD=\rv-5-y;i'#;^>-2 
25 , (HONB) ^£<7)^;^>^<D^ft{l:^J^^$ 
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F 




H 



tail) , Apy>fl:$nTv»T , b«ti»c I _ e 7;wi4i (#1, x^;k 

5 T;l/3 + V* («. *h*->, Ih^-X HJ7;U*P* 

£> &^-f. ] T?*an3ft^$fctt*©tttt, (i b) ^fc«^0^ 

, 0R#4WF8-2 5 3 44 7^&&, 1 0 - 8 1 6 6 5 mm, #§B 

¥1 1 - 7 1 3 5 0^«&iffc|B«*nTV»4^rj**av>tt^niC*|li:s* 



20 T££JC&#3*15. 

fl&S (malign ant mastocytosis)> ftBttJJE^t (exogenous obesity), K>y 
^.'J >*l4IEiiSE(hyperinsulinar obesity), i§]faf&tlJIEfi (hype rpl asm ic 
obesity), TS#141iEii (hypophyseal adiposity), MjftL&i£jGJN& 
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(hypoplasmic obesity), fp(KMfigfiTJEi6*E (hypo thyroid obesity), 
Tg&ttM (hypo thalamic obesity), (symptomatic obesity), /h 

iSW (infantile obesity), ±¥#JE#l(upper body obesity), £3H4E*I 
& (alimentary obesity), Mtg{£T14M(hypogonadal obesity), 
5 mmmB'M (systemic mastocytosis), WKttKtt(s imp le obesity), ti« 
(central obesity)fc£], 8&7CM(hyperphagia), 1S»j|s$#> teHS^* 

^fc, -fb^ti (i) stcittommmzn^ztizmt. mmm, mmm^ 
mm&i mmm&mmfc. mmm^mm. mmm^nmua), mrnmtm 
io , m^m0ktia<D^m^mm(Dm • &*mt VTh^mx~$>z>. 

15 *mw<DMCH%Vim&&vmmMj$.m3.. ^n^n^m u>, (u) 
, (ib), (i c) £tcte*<Dmmm\zn®2nz>mz, *<D££$>z>wmm 
^mzjfr® znzmftt t * c, ^A^^mz^t-o xmutt* z. t \z& 

20 immm&von* mtemmzmz>m.mi wmi m&$u mmi 

mttiitfmtfznzo mmwmz, cm\z^x, mmm mam 
, m&m. tr*jw, mmiu£<D&m®zm^z>z\tb~ezz>, 

m^MtLXit. *S(ff,-fe;l/nJ-X, D-T>-h-;K 
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+v^^;p-fe;PD-x*;pv^A, ^px^mp-x^hj^a, 

5 X^Jl^-^MJ-^A, &M&gt KP*~>7Pfcf;Hi;l/P-X (L- 
HPC) &£>*#tf£tt&o 

««#jtLTtt, w^ti, u>»*, wmm* **>mmtz£<Dm 
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nft&mi m.nft&m\t£E)* (#j, m^^mu mm%i ®m 

^ffi, &&Xf*nm<DEM&J&b*<D(tGto (la), (lb), (I c) £fc 

io \tmm&j&yi£ft<D®o. i&^liooii%ts5 0 
, mmtf.&zji'om'g.mRtsnzo 

m 6 o k g ) td§n&-rr 5«£<z> i a mrc d<d&#s«:, ^n^nw^^x- 
15 bzits® m, da), db), (ic) stcit^vmmmzmgznzm. 

tVX. mo. lft^Lii3 5 0 Omg, t < 1 fcULtt 1 0 Omg, 
£ t>lZ0£L<&®SU^ls$)l 0 OmgT'&D, 1 0 lU^Lgt® 

m^zsmmm^mzmmm^R^t^mmmmM^m^zt^r^^ z 
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TW>Bttt) , JTT-501, GI-2 6 2 5 7 0> MCC- 5 5 5, YM 
-440, DRF-2 5 9 3, BM-1 3-1 2 5 8, KRP-2 9 7> R-l 

19702, CS-0 11 tz£tiwtfz>nz>. 
10 jfU = K, (KAD-1 2 2 9), JT:T-6 0 8^mn 

J&*¥ifSftS. -f >XU>£LT«, 0. 4 5*6 0. 9 (w/w) %£>ffi$B£ 

<>xu>»ctt, s^s. mm. -mm. *mm. ftmitzEm* 
5 x= r— hu&mtfznz. 

25 0 37Fl^L)>3*ft:fft&II£LTfck AJ-9677, BMS - 

19608 5, SB-22655 2, A Z 4 0 1 4 0&£>*W6tl£o 

>^F> U7^X BAY-27-9955fc<>:##tf£)tt5. 
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yh ; < Sl/T^y h ;t*tl/X^7h ; SNK-8 6 0 ; ; 
AR I - 5 0 9 ; AS -3 2 0 lUZtfmfZtlZ. 

^Pf-f>+t-^CitItbTH #!*J£ NGF, LY-333531&£Wtf 6 

, i£g^7:/'Jh\ vnix*V-;k mm**isu^>. -f=nt^>h^x^;u 

10 , ^T>^> (memantine) , fcfT^KUV (p imaged line ; ALT-711) 1££1fim 

±Banfc"b, rMCH*gsa«j£mottiiE«isij tuxtt, mm, v?** 

y;k 77ir^u;k (£R) T77*UJk Uvvyj;k -f5^vu;k ^i- 
25 tfsn*. 

*;kv^A»^ibTtt, X7x>>t!X 7ADvfcfX X*Xv 

^U^A^^JMPjP^LTte, m%M. U7^DT#'JA, L-27152, 
AL 0671, NIP-121&£j&«£tfSn*. 
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7>v*x>v>IIte#til<!:LTWu flAtf, □W^X 7J Xt'DMI'* X> 
mr'>^;k /\'WJ^>, -OU"WWX CS-866, E4177fc£^#tfbn3 

o 

±ie rnjejfiL«g%iKXj tbTte, mtf* hmg-coaStc^m^, 
5 7^75-h&<t£«£>Wbti5 0 

HMG-CoAa7C»*lilF*i:l/Ttt, 0J;U£ 77AX*^X 
*^X D/U^fX JhJl'/U^fX 7;UA7s^X uax^mk irU 
AX^X -f^AX^X ZD-4 5 2 2%tc\t J ttl<b<DM. (0»J, 

Ats&a fc^Wbtis. 

o 

±13 rfit^Hj tum 0fl*J^ ^DJl/yTm^H, v7-fc?AA, 
15 ^y-tfA°A, ^D^V^A, 7*DT-tf/1A, D^-fefAA, 7 

)\>7y*/? A, 7J^7^AfttW6n5. 

±SB mo-om tvxit, m?u& 7)i***?>, 7;w?*u-5x 

5775X AD*-fe^X it-h^»J>^^Wbtl§o 

xtt, (i) MCHifflKjw*fcttE*iai««i:fiffflffliiai:&ra^fc» 

MLT#^n5¥-©S!i©e#, (2) MCHfi«WI*fcttlSlllffldc*tfif 

4, (3) MCHmmmc\$mmmf&®tmmmmtzm*\zmm<kLxm 
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uto^m, ^mm^o rgj&j it, o&v>t3 o'c^u ^mo^m 



15 s : i/>tfVv h (singlet) 

d : ^I'y h (doublet) 

t : h U ^l/^/ h (triplet) 

q : PTfr^ry V (quartet) 

, di : ~7)V^-'fVy Kmultiplet) 

20 br : yp-K (broad) 

brs : ~7u— h (broad singlet) 

ABq : ABf77)l^ryb (ABquartet) 

dd : ¥7)V?7Uy b (double doublet) 

J : % y~7 ] ) y>?1£& (coupling constant) 

25 Hz : (Hertz) 

CDC1 3 : M^PP^A 

THF : fh7th'P77> 

DMF : N.N-y^f^AT^h* 

DMSO : ^^XJUtf^vF 
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UPAC-IUB Commision on Biochemical Nom 
e n c 1 a t u r e \z&%$&nh%Wt%&ftmz&tfZ>femti& ! %\Z&-3< h 





DNA 




cDNA 




A 


: 7r-> 


T ' 


: 


G 


: ^7^> 


C 


: yhx> 


RNA 


: UsftRSfc 


mRNA 


: /^-fe>v^-U#^ 


dATP 


: x**v7x7-»HU> 


d'TTP 


: ft+yf$y>£U>l! 


d GT:P 




dCTP 




ATP 


: If / v>H'J >$£ 


EDTA 




SDS 




E I A 




G 1 y 


: ^U-» 


A 1 a 


: 77-> 


Va 1 


: A*U> 


Leu 


: P^-» 


I 1 e 


: -f yp-f -» 


S e r 


: -fe'J> 


Th r 
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10 



15 



20 



25 



Cy s 
Me t 
G 1 u 
Asp 
L y s 
A r g 
H i s 
Phe 
Ty r 
Tr p 
Pro 
A s n 
G 1 n 
pG 1 
Me 
E t 
Bu 
Ph 
TC 

To s 
CHO 
B z 1 

C 1 2 Bz 1 
B om 
Z 

C 1 -Z 
B r-Z 



'Jy> 

tz^yy 

3-uyy 

y°u*)y 
rxny^y 
sfh? $ y 

77*/V?>-4 (R) -*MW5HI 



p- h;i/x>x;i/*;-;P 
s<yi?)V 

2, e-ispun^y-yfr 

2 -yu=e^y i?)vttyh )V-$-)V 
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1 -kHa+>'^>Xh 'Jyy-^ 
3, 4-ytHD-3-tHD+y-4-t+y- 
1, 2, 3-^> 4 /h'J7> ? > 
N-kFa^>-5-;Mj^>-2, Z-VtDV 
10 #*W^F 

N, N' -^y^DA+yMM^$H 
: l-X^-3- (3 -v^^PTSy^Ptf;!/) 

: 4-^*^)17^; tf'J v> 
15 I P E : V ti^X-x^ 

: fh7tHD77> 
N, N-^^^ATS H 

C@B^iJ#^ : 1 ] 

20 vv hSLC-lSrH-K-r-5cDNACDX^U-n>^(c:^fflLfc^-fijcDNA^^-ro 
(&3Wt: 2] 

^ y h SLC-l £ 3- K-T^cDNA©?; y* U >yi:H£ffl b^fiJcDNA^^f. 
[SS?iJ#^ : 3 ) 

^ y h SLC- 1 7 5 / 6&gE*iJ Sr^T. 

25 [mm^ : 4) 

SLC-l cDNA^&SBS^J^-f. 

7 7h SLC-l f§$|CH0M©& ^7 0->K&tt£ SLC- lmRNA03&5§* ZMfet % 



B o c 
DNP 
Tr t 
Bum 
Fmo c 
HOB t 
HOOB t 

HONB 

DCC 
WSC 

DMAP 
I PE 
THF 
DMF 
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fclb\zmmVtz*)#7u-7 (riboprobe) 

k hSLc-i ^n- v-fzcwte-mntztzMzmm vtzetf&mk*7rc? e 

5 h hSLC-1 £3- H-T -ScDNA^ 2 *tS(Ct-^fcJe>{Cffiffl Lfc^-f ^-Sr^T. 

k hSLC-l<£-i— K-r^cDNA^SSH^J^^-r. 
CBSW^: 9) 

10 C8g3WI: 1 0) 

t: hSLC-l(S)^3- F-r^cDNA©7.^U-->^{^fflUfc^DNA^-r. 

mmm^ : 12] 

15 t: hSLC-KD^n-H-r^cDNA^X^U-^V^^fflbfc^DNASr^-r. 
(gS3Wt: 1 3] 

k hSLC-1 (L)£3 - H-T^cDNA©^^ U-->^^^ffl Lfc^DNASr^-To 

CgB»^: 14] . 
5'{Bat3Sal Ii^BE^ttftlStU £fc3M9JKSpe I^fiS2^J^ftI$tlfc k h 
20 SLC-l(S) cdM<D±i&gmnZ*'$'o 

(BB3Wt : 1 5] 

SLC-KL) cDNAO^XSS^J^tk-To 

25 khSLC-KS) fgSCHOMfccbtfthSLC-l(L) ^CH0M<D&^ 0->K:fc 
^^SLC-lmRNA(D^a$aiJ^^/c*«fflbfcU^yP-y (riboprobe) £ 

tf^775 HtJ;*^R<Eai# Escherichia coli DH10B/phSLClL8«, «1 1 
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i Bfrzmmmm$xmmffi&*x*x$ffi.itim9ffli (n i bh) \zm 

KMFERM BP- 6 6 3 2 t LT> ¥f£l 2 1 S^^Wffl^A • 

%BW$Zffi (IFO) (CfKS^IFO 1 6 2 5 4 <h LT£Jf££*lW5. 

5 

OT<Z)##0iJ I A~IVA«, #P?¥8 - 2 5 3 4 4 7^|gl:ioTljgt5 

##«ajIA-l : 1- (5-7= 7 -4, 4-y7x-JK>fJW -4-7i 
^JKf^'Jv^ 1- (5-*;PA7=/-4, 4-y7iZM>^) -4 
10 -7x-;Hf^'Jv> 

##0U A- 2 : 3, 4-ytHo-6-/h+y- 1 ' - (5-7 = 7-4, 
4-y7i^K>5 1 JW XtfD C^-7^I/>-2 (1H) , 2' - tT^'Jv> 
] 

##0UA-3 : 1- [5-7=7-4- (4-^h^>7i-JW -4-7i 
15 -fr^y^M -4-7irjHf^'Jy> 

###JIA-4 : 1- [5-7 = 7-4, 4-k*?; (4-7no7irjW ^> 
-4- (4-7MD7i^) tr^^^> 

##0UA-5 : 3, 4-^tHo-6-^h*y-l' - (6-757-4, 

4-77i-JK^yJW XfO C^7^U>-2 (1H) , 2' -£^'Jv> 
20 ) 

##^JIA-6 : 3, 4-yth'D-6, 7-y^h^y-l' - (7-75 
7-4, 4-y7i^K7fJW XbfD C^7'^U>-2 ( 1 H) , 2 ' - tf 
^'Jy>] 

: 1- (N, N-y/W$7) -4, 4-y7i^-5- 
25 (^5^7=7) ^>^> 

##fl|IIA-2 : 1- (N-^>v;P-N-7^7S.y) -4, 4-y7i- 

;u-5- (*;i/=;u7 = /) ^>^> 

###lIIA-3 : 4, 4 - y7i-^- 5 ^75 7 - 1 - (^Ms'J/ 
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###|IIA-4:4, 4-y'7x^Jl'-5-*JRJl'75;- 1 - (2, 3, 4 
, 5-xh7fcFP-lH-3-^>X71zre>-3-- f;W ^>?> 
m^mi\A-5 : 4, 4-v ? 7xz:;i/-5-^;P5;i'T5y-l- (4-7x- 

5 ##WIA-6 : 1- C4- (4-7MD7i=;W hf^7^>- 1 -- OW 
- 5 -4^^75 7-4, 4-y*7i-M>^> 2&&& 
###JIIA-7 : 3, 4-^hKo-6-^h+->-l ' - (5-*;U5;U75 
y-4, 4-y7i-M>fJW 7tfP (^*7^k>-2 (1H) , 2' -If 

*U5») 2J&B&& 
10 ##0«IIA-8 : 1 ~^>->*;U75y-4, 4->>7xr;U-5- (h->;P75 

##0iJIIA-9 : 1- (N-^vW-N-^W^SyO -4, 4-y7i- 
;U-5- (hv;P75 7) ^>*> 

###JIIA- 1 0 : 4, 4--77x3i;i/- 1 - (3--hD^>y^7^y) - 
15 5- (h~>;u7a/) ^>*> Jem 

##0>JIIA-1 1 : 1- (3-75/^>y^7$y) -4, 4-^7xZj|/- 
5- (h"y)l75.y) i>9> 

###jiia- 1 2 : 4, 4-v7x-;U-l- [3- h*~>#;i4^;i/) ^ 

>v;P7^y] -5- (h->;P7^y) <y$y wsm 

20 ##WIA- 1 3 : 4, 4-^71-^-1- (2 - fcf3 U;P7S /) -5- ( 
###JIIA- 1 4 : 4, 4--77X-JP- 1 - (l-^Wfl/WU) - 

5- (h^;P7 = y) ^y?y wm. 

##0JIIA- 1 5 : 4, 4-y7iZ)b- 1 - (4 -7x-;Hf^^v ? >- 1 -. 

25 -ow - 5- (h->;P75y) ^>*> 

###111 A- 1 6 : 4, 4-v J 7x-;P- 1 - [4- (2-/h^y7x^JW 

\L^v ; jy-\-^M - 5- (h^;P7$y) ^>*> JSttift 

##0!|IIA-1 7 : 4, 4-v ? 7x-;P-5-*->;U7^/-l- (4-7x~ 
;i/tf^U-77) ^>*> ttfflKift 
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##0!]IIA-18 : 5-^>-t?>x;MN-JU7$/-4, 4-y7i^-l- 
(4-7x-;nf^u^y) ^>*> 
##0JIIA- 1 9 : 4, 4-v7i^-l- (4 -7x~;Hf^'J vV) -5 

- (2, 4, 6-hu^^;^>-t^>x;^-;i/75y) ^>^> 

5 ##0JIIA-2 0 : 4, 4-v7x~;i/- 1 - (4 -7x~;Hf^U vV) -5 

- (2, 4, 6-hu<y7*De;i/^>-fef>x;^-;P75y) ^>^> 

##WIA-2 1 : 4, 4-y7x-;l/-5- (l-t7fMW"^75y 
) -1- (4-7xn;|/tMU>V) ^>^> 

##0<JIIA-2 2 : 4, 4-77x^-5- (2 —f77)lZ)Vft-)l>7 $ J 
10 ) -1- (4-7ir^'J77) ^>7> 

##0<JIIA-2 3 : 3, 4-ytHD-6-/b+y-l' - (5-7-^^7 
S.y-4, 4-^71^7^) 7fcfn ij-7?U>-2 ( 1 H) , 2' - 
tf^Uv^) 24litlg 

###|IIA-2 4 : 3, 4-yfcHD-6-^h+7-l' - (5-hv;P75 
15 7-4, 4-y7i-JK>f;W 7t:D C^7^I/>-2 ( 1 H) , 2 ' - tf 

###|IIA-2 5 : 4- (4-7PD7i-^) - 5 -*;i^;i/7S / - 4 - 7 
x~;P-l- (4-7i-;Hf^"Jy7) ^>^> igjgig 
###|IIA-2 6 : 4- (4-70D7I-JW - 5 -^5^7$ 7 - 4 - 7 
20 i^hl- (4-7i-^^7y>-l-^jW ^>7> 2^^ 

###|IIA-2 7:4- (4-7DD7X-JP) -1- [4- (4-7MD7 

x-;u) h°^^> ? >- 1 — r;u) -5-^R;P75y-4-7i-M>^> 

##WlA-2 8 : 4- (4-^DD7i-W -1- (4- (y 7 i^Mf- 
25 ;U) M^Vy-\-^M -5-*;^^75 7-4-7x-M>^> 
##0<|IIA-2 9 : 5-^)l^)U7^/-4- (4 h*:>7x-;U) -4- 
7x~;P-l- (4-7x~;i/tf^'J vV) ^>*> 

##f<|IIA-30 : 4- (4-^f+y7i-;W -5- (1-^7^7;^ 
-^75 7) -4-7xn;U- 1 - (4-7x^tf^UvV) ^>^> 
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###JIIA-3 1 : 4, (4-^DD7x-JW - 1 - (4- (4-7 

j^d7i-;W tw^>- i -5 - o*uus;i/7$y) ^>^> 2 

5 ##^JIIA-3 2 : 4, 4-tlT. (4-^DD7iZJW -1- [4- (4-7 
M^vi>y-\-^)V\ -5 - (>->;U75/) ^>^> 2 

##f!|HA-3 3 : 4, 4 - b*7. (4-^DD7i^) -1- (4- (4-7 

md7xzjw tr^^> 5 >- 1 -5- (h~>^7$y) ^>*> 2 
10 ^^ffi 

##fjIIA-3 4: 1- [4- (4-7MD7I-W tf"*5S»- 1 -4)1 

##WIA-3 5: 1- C4- (4-7MD7irjW hf^7'7>- 1 -4 )\> 
] -6-^;P5;P7$/-4, 4-77x-;K+f> 2i&SE% 
15 ##0iJIIA-3 6 : 4, 4-y7x'^- 1 - (4-7x^Hf^'Jyy) -6 

- (h->;P7$y) ^+it> tttttt 

###|IIA-3 7 : 3, 4-v>tKa-6-yh*v-l' - (6-7-fe^7 
$;-4, 4-y7xrjK+yJW XfcfP W-?*U>-2 (1H) , 2' - 

tr^u^» 2mm. 

20 ##^JIIA-3 8 : 3, 4-ytKD-6-/h+y-l' - (6-hy^75- 
y-4, 4-y7x-J^/W 7t!P C^7^U>-2 (1H) , 2' -If 

^•jy» mmm. 

. ###JIIA-3 9 : 3, 4-ytHD-6-/h+y-l' - (6-1>V)VT 
5y-4, 4-77x^^yJW XtfD C^-7^k>-2 (1H) , 2' - 
25 t^U^X) 2&&& 

##0iJIIA-4O : 7-7TO75/-4, 4-y*7x-^-l- (3- (/ 

##0!|IIA-4 1 : 7 -7ir^;i/7^y-4, 4-y7x-^-l- (0-7x 
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##WlA-4 2 : 7 -7±^)V7^J-l- [2 - (6, 7 h*v- 1 
, 2, 3, 4-xh5hKP-7-7?MU75 7) ] -4, 4-y7i-JK^> 

###JIIA-4 3 : 7-7-fe^;i/75 7- 1 - {N-*?>5W-N- C2- (6 
5 , 7-Z?*h*i'-l. 2, 3, 4-fh7kh*Qt7^) ) 757} -4, 
4-y*7irM^> 2imM 

###|IIA-4 4 : 1' - (7 -7-fe^;i/75 7-4, 4-y7i-Wf;i/ 
) -3, 4-^hKD-8-*M^>7.t?n Ct"7*^>-2 (1H) , 2' - 

10 ###JIIA-4 5 : 1' - (7-7^^75 7-4, 4-^7x-jK7*f^ 
) -3, 4-> f tHD-6-> h+vXtfO [^-7^l^>-2 (1H) , 2' - 
fcMUv» 2«& 

##f!lIIA-4 6 : 1' - (7-7-fe^75/-4 > 4-y'7i-M^ 
) -3, 4-ykFD-6, 7-v** h*~>Xfc?P Ct-7^U>-2 ( 1 H) , 
15 2' -k°^'Jv>] 2£B&ig 

###JIIA-4 7 : 1' - [7- 5 W\* 1/^7^)1) 75/ -4, 4- 
J?7i^^iW -3, 4-ykHo-6, 7-x/h^vXbfD C^"7^ 
U>-2 (1H) , 2' -fc?"<US»0 &&% 

##0JIIA-4 8 : 3, 4-3>fcKn-6. 7 ->>7 h*v- 1 ' - [4, 4- 
20 -77x^-7- (7x-;U7-k^;P75y) ^T^W XfcfP [>7*U>- 
2 (1H) , 2' -tM'Jv>] ttUfttt 

##0fJIIA-4 9 : 3, 4-yk h*P-6, 7 ->*7 b+v'- 1 ' - { 4, 4- 
y*7x-^-7- [ (2-7MD7xrj|/7t^W 75 7] ^7"^} 7.t? 

p c^-7^i^>-2 (ih) , 2- -tr^uy» mtm. 

25 ##0<|IIA-5 0 : 3, 4-ykHP-6, 7-y^^y-l' - (4, 4- 
y7xrjP-7- ( (4-7Mn7x^l/7t^W 75 7] ^7"^} Xfc? 
□ {•f79V>-2 (1H) , 2' -tf^'Jv» ttBItt . 
###JIIA-5 l : 3, 4-ytHD-6, 7 -y / h+v- 1 ' - { 4, 4- 
■77x-^-7- [ (4-^DP7x-;U7-k^l/) 75 7] 'ST^U XtfP 
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i±y^u>-2 (ih) , 2- -*mu^>] mmm. 

##0<|IIA-5 2 : 3, 4->*kHD-6, 7 ->>7 h*v- 1 ' - {4, 4- 
-77x^-7- [ (3--FD7i^7tfJW 757) TsMu 
[3-7*Vy-2 (1H) . 2' -fcf^'J-7» Jg^ig 
5 ##WlA-5 3 : 3, 4-5>kHD-6, 7 - x7 h*->- 1 ' - { 4 , 4- 
y7x^- 7 - C (4--hD7i-^7W) 75/] 'ST^P) Xt?P 

c^-7^i/>-2 dm , 2' -tf^u^» mm 

##0>JIlA-5 4 : 3, 4-ykHD-6, 7 ->?7 b*->- 1 ' - { 4, 4- 
-77i^-7- [ (4-^5 1 ;P7x-;P7-fe^) 75 71 'sT^H XtfP 
10 C^7^U>-2 (1H), 2' -^'Jy>] &&& 

###JIIA-5 5 : 3, 4-ykKD-6, 7-y/h+y-l' - (4, 4- 
y7xr;P-7- C (4-hU7;^D>^;P7x=;U7"fe5 1 ;W 75 7] ^7 

7trp (ih) , 2' -tf^Uy>] mmm. 

##0>JIIA-5 6 : 3, 4-^th*P-6, - (4, 4- 

15 77x^-7- C (2-7h + ->7x-;P7-fe5 L ;i') 757] A7°fJH Xtf 

□ C^-7^1/>-2 (IH) , 2' -tf^U5?» J£&£ 
##«IIA-5 7 : 3, 4-ykKD-6, 7-y^^y-l' - 14, 4- 
-77x~;U-7- [ (3-^h+y7x^7W) 75 7] ^T^W 7t? 

□ C^7^l/>-2 (IH) , 2' -tf^Uv>] 

20 ###JIIA-5 8 : 3, 4-5?fcKP-6, 7-^h^-T - {4, 4- 
-77X-J1/-7- C (4-7h + ->7xZi^7-t5 1 ;i') 757] 7tf 
P {-)"79V>-2 (IH) , 2' -kf^U^>] 

##f!|IIA-5 9 : 3, 4-ykb'D-6, 7-^h*y-l' - {7 - C ( 
3, 4-i^7 h^^7x-;U7-fe^;W 757] -4, 4-^7x^K7*5 1 ^ 
25 } 7kfP C^-7^l/>-2 (IH) , 2' -tf^'J^>] %BI% 

###|IIA-6 0 : 3, 4-ykHD-6, 7 - v7 h*->- 1 ' - •{ 4, 4- 
v7x-;i/-7- [ (3, 4-7^1/>> ? ^->7xr;P7-k^) 757] A 

7.tfP C^-7^l^>-2 (IH) , 2' -tM'Jv>] iftBSJft 
###!|IIA-6 1 : 3, 4-ykh'D-6, 7-y/h^y-l' - (4, 4- 
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y7i-JP-7- ( (7i/^">7tfJW 75/) ^f^M 7kfD 07* 

v>-2 (ih) , 2' -tr^u^>]. mmm. 

###JIIA-6 2 : 3, 4-ytHD-6, 7 h*zs- 1 ' - {4, 4- 
y7x-JP-7- [ (2-f L X-;i/7-t5 1 ;U) 75 7] ^7?M XhfD W*7 
5 *l^>-2 (1H) , 2' -fcMUv^) 

###JIIA-6 3 : 3, 4-ykKD-6, 7 - h + v- 1 ' - { 4, 4- 

^7x^-7- c (3-fi=m^) 75/) ^\7^;p} xtfp 

*l/>-2 (1H) , 2' -tf^Ux» 

##0iJIIA-6 4 : 3, 4-ykHa-6, 7-y^h+y-l' - {4, 4- 
10 y7i^-7- [ (3-7x~;U7Pt!^-;P) 75 7) ^\7°^H XkfO { 

(ih) , 2' -kf^'j-7» 

##0!|IIA-6 5 : 3, 4-5*fcKD-6. 7 h + v- 1 ' - {4, 4- 
v7x-;P-7- { C 3 — (4-/b^y7x-;W 7d kr*-;W 75/} ^ 

t^;u> xeo c^-7^u>-2 dm , 2' -tf^ gufcJft 

15 ##fl)IIA-6 6 : 3, 4->?kHn-6, 7 - v/ h*v- 1 ' - { 4, 4- 

^7x-;u-7 - [ (i -^-7^;P7-fe^;u) 75/) ^7>;H xtfa [^7 

*l/>-2 (IH) , 2' -kf^'Jv» 

##WIA-6 7 : 3, 4-ykHo-6, 7 - 1 ' - {4, 4- 

v7x~;i/-7- [ (2-^7^;K7iz:3MI/) 75 7) 7kfD [^7 

20 ^|/>-2 (IH) , 2' -bf^'J-7» ^ffi 

###JIIA-6 8 : 3, 4-ykKD-6, 7 -V* h**>- 1 ' - { 4, 4- 
£7 (4-7MD7x;jl/) -7- ( (4 h^S/7x^;U7-fe^) 75 
7) ^T^W XkD C^-7^U>-2 (IH) , 2' -k^'Jy» tttttt 
##0i|IIIA- 1 : 

25 (1)4, 4-y7iIJl/- 5-kh'O+y- 6 -'\7x>~ h LUl/ 

(2) 7- (6, 7-^h^y-l, 2, 3, 4-7hvk:HP^-7^^>- 
2-7fcfD-2' -kf^'Jv J >-l' -4, 4-y'7x^-5-A7 

(3) 1- (7-757-4, 4-y7x-Jl/-2-A7f-;W -6', 7'- 
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5>;lMrS/-l' . 2' , 3' , 4' -fh7kKDt7^1/>-2' -XtfP 
-2-fc?^U^> 

##0iJIIIA-2 : N- (7- (6, 7-v*b*->-l, 2, 3, 4-fh7 

t HPi-7^i^>-2-xtfu-2' -tr^uv>-i' -- r;w -4, 4-v 

5 7xZi;U-5-^x-;U) -3 - (4-* h+y7i^;W 7"Dt?;f>75 F 

###JIVA- 1 : 4, 4-y7i-Jl/-l- [ (6 h*->- 1 , 2, 3, 4 
-fh7tHD-2-t7fJP) -7- { [3- (4-^h^>7i- 

10 ###|IVA-2 : 4, 4-77i^-l- C3 - (4 -/ h^^7i^) t? 
^US?/] -7 - { [3- (4-^h+->7z-*) ZfUtt~)V) 75 7} 'S 
7"*> 

#%#IIVA-3 : 4, 4-y7i^-l- (4 -7i-;Hf^U 5V) -7- 
[ (3-7i- )V7u\Z1r—)V) 75/] ^\^> 
15 #%03lVA-4 : 4, 4-y7i-JP-l- [4- (3-/b^7i-;W tf 

^ijy;) -7- [ (3-7xn;U7*otf*-;i/) 75/] 

##^IVA-5 : 4, 4-y7i-^-l- (4- (4 h*«>7i=;W tf 
^U->V] -7- { [3- (4-^h4v'7xZJW Zfuld*-)V\ 75/} ^ 
7^> 

20 ##WVA-6:4, 4-y7x-^-7- { [3- (4 h+y7i-Jl') 
ZfU\iilr-)V\ 75/} -1- C2, 3, 4, 5-f h7kFD-3 (1H) - 

##0iJIVA- 7 : 1 - C7-7"fc5 1 ;U-2, 3, 4, 5-fb7th*D-3 (1 

h) -^>X7iftr>-3— r;w -4, 4-771-^-7- { [3- (4- 

25 / h+y7i^) zfuttzDV) 75/} ^\7^> tttttt 

##0iJIVA-8 : 4, 4-y7i-JHl- (7, 8-^/h^^-2, 3, 4 
, 5-fh7kHD-3 (1H) -^>X7-tftf>-3— f» -7- { [3- 
(4-/h+^7x-;W -?u\Lir-)V\ 75/} 'V/*> 
#%#|IVA-9: 1- (8, h*->~6, 6-^/^-1, 2, 3 
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, 4, 5, HD-3-^>X7 4 /'>>-3— t)V) -4, 4->*7 
x~;P-7- { (3- (4-7 h+v7x~;W -?U\L*-)V\ 75 7} 

##0JIVA- 1 0 : 4, 4-v7x-^-7- { [3- (4 h*y7i^ 
5 ) -Ju\LJr-)V\ 757} -1- 2, 3, 4, 4a, 9, 10, 1 

Oa-^^t: KD^>*/ Cf) 'J>- 1 -TJl') 

##0tJIVA-ll: 1- (3 -7if- 6-^^-1, la, 2, 3, 4, 4 
a-AWHD-9-7MW>-3-^fjW -4, 4-y7i";i/-7- 
{ [3- (4-/h+->7xZJ0 -JuMlr-M 75 7} ^\^> JgBfi% 
10 ###|IVA- 1 2 : 3, 4-ykKP-l" - {4, 4-/7x^-7- { [ 
3- (4-/h+y7x-;W zfUtt=L)V) 75 7} ^f^M 7tfn 
*k>-2 (1H) , 2' -t?DUS?» 

#%#|IVA- 1 3 : 3, 4-y*kHD-6-^h+y-l' -{4, 4-y7x 
-;P-7- { [3 - (4-7 h+y7xZJW ^uM^-)V] 75 7} ^7*3^ 

15 } &7$U>-2 (1H) , 2' -tr^Uv>3 2%8I% 

##0iJIVA- 1 4 : 6-Ib+y-3, 4-^hHo-l' -{4, 4-y7x 

-)l-7- { [3- (4-/h+y7x-;W 7u\>-*-)V\ 75 7} 

} Xh!P [?-7*U>-2 (1H) , 2' -bf^'Jv>] 

##WIVA- 1 5 : 3, 4-y*tKP-6, 7-^h+y-l' - {4, 4- 

20 y7i'J|/- 7 - { [3- (4-^7^;U75 7 7x-;i/) T'otf^JW 75 
7} ^7°^} 7fc?D Ci-7^l/>-2 (1H) , 2' - tf^U^>] Jg&ffi 
##0iJIVA- 1 6 : 3, 4-ykb'o-6, 7-^b+y-T - (4, 4- 
v7xn;U- 7- { (3- (4-7MD7x-JW rfu¥*-)V) 75 7} ^ 
XhfD C^7^U>-2 (1H) , 2" -fcf^U>>>] &&& 

25 #^#|IVA- 1 7 : 3, 4-ykKD-6, 7 - v7 h + v- 1 ' - I 7 - { C 
3- (4-^DD7x-;W -JUM-X-M 75 7} -4, 4-y7xrjK7 

^;p} xtfa c^-7^i^>-2 (ih) , 2' -tr^uv» mmm 

###JIVA- 1 8 : 3, 4-yth*a-6, 7 - v7 h+->- 1 * - I 7 - { [ 
3- (3, 5-y7MD7x-JW ?Uld*-M 75 7} -4, 4-v7x 



WO 01/21169 



Pag e 111 of 284 



WO 01/21169 PCT/JP00/O6376 

109 

-)V^Zf^M XtfP l±y^U>-2 (1H) , 2' -e^Uy>] 
##0JIVA- 1 9 : 3, 4-ytHD-6, 7 -->*7 h + ^- 1 ' - {4, 4- 
y*7i^-7- { C3- (4-£U5W ZfuMX-M 75 7} 
7shfP (±7^U>-2 (1H) , 2' -tf^'Jv>] 2&H& 
5 ##0iJIVA-2 0 : 3, 4-5>fc:Fn-6, 7-v7h*v-l' -(4, 4- 
y7i-^-7- { [2- (5-7h*W>^» *;^-;W 75 7} ^ 
3MU} XtfO f^-7^l/>-2 (1H) , 2' -bf^Ux» jfiBK% 
##0iJIVA-2 1 : 3, 4-ykHn-6, - {4, 4- 

v7x-;P-7- { C3- (3, 4-/?l/>yt+y7i^l/) 7att=.)V 
10 ] 7S.S) ^fJ-M *tfP &72V>-2 (1H) . 2' -tWJS»] it 

##0iJIVA-2 2 : 3, 4-^kKD-6, 7-^h+y-l' - 14, 4- 
y'7i-Jl/-7-l C3- (4-^h+->7i-JW ^DfcT^W 75 7} ^ 

xtfa c^-7^u>-2 (ih) , 2' -tr^uv» -\—*> m. 

1 5 §^tJii 

##0JIVA-2 3 : 3, 4 HP- 6 -7 H+v'- 5 HP- 1 ' - {4 
, 4-y7i-;P-7- { [3- (4-7 h+y7i^JW ^fU\±^ZL)V\ 75 
7} 'ST^H *h?D Ci-7^1/>-2 (1H) . 2' -e^U^>] tttttt 
##0iJIVA-2 4 : 3, 4-yt HP- 6 -7 h+->-7--hP- 1 ' - {4 
20 , 4-y7x-JP-7- { [3- (4-^h+y7x-JW 7ntt~)V) 75 
J\^^M 7.Mu (ih) , 2' -t?^us?>] 

###JIVA-2 5 : 7-757-3, 4-yhKn-6-^h+y-l' - {4 
, 4-/7x^-7- { [3- (4-7 h+y7i^) -Jutt-M 75 
7} 'S^H XtfP C^"7^1/>-2 (IH) , 2' -kT^'J^>] 2lftBS 

2 5 

###JIVA-2 6 : 7-7^^75 7-3, 4-yk Hp- 6 -7 h*~>- 1 
' - {4, 4-y*7ir;H7- { [3- (4-^h + y7i3) rfuM^ZL 
M 75 7} 7sMu (IH) , 2' -tf"<U$»] 
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###JIVA-2 7 : 7 -Tttfr- 3 , 4-->*k Kn- 6 -7 1 ' - { 

4, 4-y7x3-7- { [3- (4-^h^y7i^) Jutt-M 7 
57} 7lfD C^-7^l/>-2 (1H) , 2' -hT^'J^>] 

5 ###IIVA-2 8 : 3, 4-yhh'D-6, 7 - *^U>i?**z/- 1' - {4 
, 4-y7i"JP-7- { (3- (4-7 h*v7x-;» ~JuY.it 75 
7} 'N^U Xtfo (^7*^>-2 (1H) , 2' -fc?^'J^» i£g£*£ 
##0iJIVA-2 9 : 6, 7-^Xh^>-3, 4-ytKD-l' -{4, 4- 
v7x~;U-7- { (3- (4-/h+y7i-JW JuM^'M 75/} 'S 
10 7^} XhfP C;h7*l/>-2 (1H) , 2' -tr^u^>] jiBttft 

##0iJIVA-3O : 3, 4-ytHD-l' - {4, 4-y7i-JP-7- { C 
3- (4-^h+y7i-JW JuM-t'M 75/"} ^f^M Xbfa fry 

^i/>-2 (ih) , 2' -^-tM^uw 5» mm 

##0)JIVA-3 1 : (+) -3, 4-^fcKn-6-7 h*~>- 1' - {4, 4 

15 -y7i-jp-7- c (4-/h+y7x-m5 1 ;W 75 7) ^\^;H 7 

fcfD C^7*l/>-2 (1H), 2' -tM'Jv>» 

##WVA~3 2 : (-) -3, 4-ykh'D-6- / h*y- 1' - {4, 4 
-y7i-*-7- C (4-/h^v7x-;P7-fe^;P) 75 7] ^J^M 7. 
kfD C^-7^l/>-2 (1H) , 2' -lft«JS?» tttttt 

20 ##«IVA-3 3: (-) -3, 4-ykh*P-6, 7-^h+y-l' - { 
4, 4-v7x-;U-7- C (4-7h*v7xXJl/7-fe3MI/) 75 7] 
;H 7tfO [^7^l^>-2 (1H) , 2' -lMU5?>} -l-*>««lf[ 
##0SIVA-3 4 : (-) -3, 4-ykKD-6, 7-y^^y-l' - { 
4, 4-y7x~Jl/-7- [ (4 -7;M-a7xXJP7-fe3MW 75 7) 

25 ;W 7fcfO fry^Vy-2 (1H) , 2' -^Uy» ££& 

###)IVA- 3 5 : (+) -3, 4-ykh'D-6, 7->7h + y-l' - { 
4, 4-y7i-;p- 7 - C (4-7MD7x-^7t^W 75 7) ^f=f- 
M 7tTD fry?u>-2 (1H) , 2' -kf^'Jx» 
##^JIVA-3 6: (-) -3, 4-yk KD-6, 7-y^h+y-l' - { 
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4, 4-y7i-^-7- { [3- (4-7Ma7iZj|/) -Jutt-M 7 
57} 'XT'^H 7fc?D C^-7^1/>-2 (1H) , 2' -^'Jy» 

##0iJIVA-3 7: (+) -3, 4-vkHo-6, - { 

5 4, 4-77x-^- 7 - { [3- (4-7MD7x-jW ^U\L^~M 7 
57} 'ST^fW T.tfP W-7*U>-2 (1H) , 2' -tT^'Jv>] &® 

###JIVA-3 8 : (+) -3, 4-ytKu-6, - { 

7- { (3- (4-7007i-iW Zfutt~)V) 757} -4, 5 4-y7i 

io xtfp (ih) , 2' -fc^us»o tttttt 

##WVA-3 9 : (-) -3, 4-ytKD-6, 7-y/h+y-l' - 1 
7- { [3- (4-7PD7x'JW ZfUtt-M 757} -4, 4-v7x 
^kS^;W 7fc?D C^-7^1/>-2 (1H) , 2' -tf^Uv>] 
##^IVA-4 0 : (-) -3, 4-ytHn-6, 7-y/h^y-l' -{ 
15 4, 4-v7x-JU- 7- { [3- (4-*l^>7x-;W 7u\i*-)V) 7 
57} ^7*^} 7fcfD [^-7^1/>-2 (1H) , 2' -tT^'J^>3 *&B£ 

##0HIVA-4 1 : (+) -3, 4-yth*D-6, 7 -v7 h+v- 1' - { 
4, 4-y7x-;P-7- { [3- (4 -7 h+y7xr;W ^uM^'M 7 
20 57} ^7*^;H XtfD W"7*l/>-2 ( 1 H) , 2' -tf^Uv>] tt£ 

##WVA-4 2 : 3, 4-ytHo-4' - {4, 4-y7xz;k7- { C 
3- (4-/h^y7xr:;W 7*Dtr^-;W 75 7} ^7^;U} XbfD C^7 
?l/>-2 (1H) , 3' -^*'J>] i£@£J£ 
25 ##WVA-4 3 : 3, 4 - yk Ko - 7 -7 Y^y- 4 ' - { 4, 4-y7x 
7 - [3- (4-7b*->7x-;i/) 7W:*-;P75 7) ^7^U} 7. 
t?D (i-7^1/>-2 (1H) , 3' -^*>J>] Jfttttt 
##WVA-4 4 : 3, 4-i/th'D-6, 7 -v7 h*->- 4 ' - { 4, 4- 
v7x~;U-7- (3- (4-7 h+v7x-;U) 7o fcf^--^75 7] ^7^ 
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m x \du &-7?u>-2 (ih) , 3' -^i/jJnu^ mmm. 

##0JIVA-4 5 : 3, 4-/tFD-6, 7 -v>* h*->-4 ' -*?)\>- 1 
' - {4, 4-S/*7x-;l/-7- (3- (4-^h+y7i-JW 7p tf*:r;i, 

r^y] s\-j^m 7.tra [^-7^i/>-2 (ih) , 2' -e^^^>] 2& 

5 

###|1B~4 0B&, «rW¥l 0-8 1 6 6 5 ^'AWzft-D TSSig-fS ^ £ 

##0i|lB-l : 5- [4- (4-^D07i=JW - 4 - k FD+S'tM'J V 
/] -l-*;i/5;U75y-2, 2-77x'M>^> 
10 ###|lB-2 : 5 - [4- (4-7J^D7i^) I —i M 

- 1 -*;l/ = ;U7 = 7-2, 2-77i-M>^> 2&g£& 
##0llB-3 : 1 -*;i/5;U75V- 5- (4-hHD+x-4-7x-;Hf 
^UvV) -2, 2-y7i-iK>^> jffiiJft 

#%0UB-4 : 5 - [4- (4 — h 'J 7^tD^f ^7x3) -4-fcKP 
15 *xfcWJ$V] - 1 -^5^75 7-2, 2-77iZJK>5'> 

#t«lB-5 : 5- [4- [3, 5-k*7> ( HJ ^M-P^WW 7i'JW 
-4-fc FP+vtT^UvV] - 1 -*;U5^75V- 2, 2-77i-M> 

##0UB-6 : 5- [4- (3, 5-yi?OD7iZJW -4-kKP*->tf 
20 ^'Jyy] - 1 -*;i/5;U75 J -2, 2-y7i-M>^> JfiSgJH 

##0i|lB-7 : 5- [4- (4-^DD7i^) -1, 2, 3, 6-fh7 
kKofcf'Jv>- 1 — iM -l-*;U5;P75/-2, 2-77i-JK>5' 

#%#J 1 B - 8 : 1-^5^75 7-2, 2-y7irjl/-5- (4-7i- 

25 )VM^)yj) *y?y 

##^!llB-9 : 5 - [4- (4-^DD7x-;i/) k^'Jv7] -1-^5 

^75/ -2, 2-y7x-;K>^> mstM 

##0111 B- 1 0 : 7- [4- (4-^DD7i^l/) -4-kh*D+yt:XU 
->V] -1-^5^75 7-4, 4->'7x-;K73'> JftB&tt 



WO 01/21169 



113 



PCT/JP00/06376 



###J2B-1 : 5- [4- (4-7MD7x-JW - 4 - 1 h'D + ^fcT^U 
vV] -l-*;i/5JP75/-2, 2-^7x'JK>^> iftBItt 
###J2B-2 : l-^;P^;P7$y-5- [4-kFa+y-4- (4-*h 
+y7i-;W e^'Jy/] -2, 2-^7x-M>^> ttKtt 
5 ##f!)2B-3 : l-*;PS;U75y- 5- [4-kh*D+->-4- (2-tf'J 
5?/W tf^Uv/] -2, 2-i^7x-M>^> 2%tt% 
###J3B-1 : 1 -7W;P7^/- 5 - [4- (4-^D07x^JW -4 
-bKD+y^'Jyy] -2, 2-77x-jK>^> J&BH 
##0j3B-2 : 1 -7-feh7-b^;U7^y-5- [4- (4-^DD7xZj|/ 

10 ) -4-fc Ho+^tf^'J vV] -2, 2-y7x^M>^> 

##0iJ3B-3 :N- [5- [4- (4-^OD7x-JW -4-kFP+vtf 
^Uyy] -2, 2-^7x-M>5 L ;H 7>^y>75 FBfcX^P ffl&m 
###|3B-4 : N— [5- [4- (4-^DD7x"JW -4-kHo+yK 
"CUSV] -2, 2-^7x^M>fJW 7^»7SFS! 

15 ##0!|3B-5 : 1- [5- [4- (4-^OD7x"JW - 4 — t FD^tf 
*USV] -2, 2-y7xrJK>fJW -3-IfiWk7 
##0iJ3B-6 :N- [5- [4- (4-^DD7x-iW -4-th*0+->tf 
^UvV] -2, 2-y7xrjK>fiW ;*^>yUM07$ F tttttt 
##0j|3B-7 : 7x^ N— [5- [4- (4-^OD7x-^) -4-t 

20 FD^tr^uyy] -2, 2->?7x-M>^] *;krt*— h 

##f!|3B-8: 1 -7-fe5=-;U75 /- 5- [4- (4-^OD7x-)l') - 
4-kHo+y^Uy/] -2-7I-JH2- (2 - tf'J>W<>*> 2 

##0!|3B-9 : N- [5- [4- (4-7P07xliW -4-th'D+yt! 
25 ^Uy7] -2, 2-y7x-M>f;W ^+^5 H»X^;i/ %Bltt[ 

##0iJ3B-l 0 : N- [5- [4- (4-^UD7xZW -4-t:HP+i> 
tf^UvV] -2, 2-y7i-M>fJW ?Pt5 KSl^P Jfflftft 
###J3B-1 1 : N— [5- [4- (4-^OD7i-iW -4-tKo+y 
fcWJSV] -2, 2-y7irM>^iW 
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##0iJ3B-l 2 : N- [5- [4- (4-^DP7zZjW -4-hHD^y 
t!^'J->V] -2-7x-JP-2- (2-tfUvJl/) *>?)l] X£~»7* H 

###J4B-1 : 1- [5- [4- (4-^PP7xX;i/) -4-fcFP*v£ 

5 ^u->v] -2, 2-^yx.zjwo9-M -3-^>?*ru>>yu7 mm 

##0U4B-2 : 1- [5- [4- (4-^DD7i-JW -4-tFP*vtf 
^'Jy/] -2, 2-^7xrM>5 1 ;W -3- 

10 ##0iJ4B-3 : 1- [5- [4- (4 □□7xZJW -4-hKP^vfcf 
-2, 2-y7i-M>fJH -3 - (4-tHn^y7fJP) 7 

P7 

##ft|4B-4 : 3- [3- [5- [4- (4-^DD7iZJW -4-kHP 
+y^'Jyy] -2, 2-y7irjK>f^] 7l^T H] fc^&XT- 

15 ;i/ 

###|4B-5 : 1- [5- [4- (4-7an7i-;W -4-tHD+^tf 
^»J5V] -2, 2-^7xr;K>^H -3- (2->?;WI,75/X3Ml, 
) VU7 

#%0iJ4B-6 : 1- [5- [4- (4 -0 PP7xX;i/) -4-kKa*^tf 
20 **»J$V] -2, 2-y7irjK>fJH -3- ( 3 -ylf^7$ 7 7°P tf 
;W -71/7 

##0J4B-7 : 1- [5- [4- (4-^DD7x-JW -4-kKP+vtT 
^'JyV] -2, 2-77iZJK>^] -3- [3- (2-tfP'JH>-l 
— f;W ^Ptf;i/] 7U7 
25 ##0iJ4B-8 : 1- [5- [4- (4 PP7xX;i/) -4-hHD^yt! 

-2, 2-y7iZMyff] -3- (2 - fcf^U yyif;W -7 

1/7 

#%#J4B-9 : 2- [3- [5- [4- (4-^DD7i-A) -4-kHP 
4^>k°^Uv/] -2, 2-y7iZJK>fJW *7U"f H] X*>7JU*>7 
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###|4B-1 0:2- [3 - [5 - [4- (4-^007x"JI/) -4-kH 

o^^tr^u^/] -2, 2-^7i-;K>f;w x*>*;p*> 
B£ 

5 ###|5B-1 :N- [5- [4- (4-^on7iZJ|/) 
^U^V] -2, 2-y7irM>f^] 7^y>75FK 
##0!|5B-2:N- [5- [4- (4-^OD7iZJ0 -4-fcKP^fcf 
^UvV] -2, 2-y7xrjK>fM :t*U"5 Htt 
##0j5B-3 : N- [5- [4- (4 -7PP7xx;P) -4-tKD^yb! 

10 **U$V] -2, 2-y7i^M>^] TDtSKiS! 

##0ij5B-4 : N- [5- [4- (4-^DD7i^) -4-fc KP + vbf 
^Uy/] -2, 2-y7iZJK>fJW ^$Ht 

5 B - 5 : N— [5- [4- (4-^D07i^) -4-k Kd+v'lf 
"*U5V] -2-7XZJP-2- (2-fcf'J^) ^>^] 77'»75Ki! 

15 ##0<J6B-1 : N- [5- [4- (4-^DD7x-JP) -4-tHP+v-tf 
^U^y] -2, 2-y7x-JK>^W 7*U i/>X3MUXy;x;U 2J£&ffi 
##^6B-2 : N- [5- [4- (4-^DD7x^) -4-hHP^->tr 
^U^y] -2, 2-y7i-JK>fJW -4-T5/iS^X^;U 2i£^il 
##«»J7B-1 :N- [5- [4- (4-^DD7x^) -4-kKP + vtT 

20 "S'JSV] -2. 2-^7x-M>WH ^'J-» 

##0!I7B-2:N- [5- [4- (4-^DD7x^0 -4-kHP+v'lf 

^u>v] -2, 2-^7x-M>f;n -4-75y§Si? 

###|8B-1 : N- [5- [4- (4-^DD7i-W -4-kKP^xtf 
^'Jy;] -2, 2-y7x^K>fJH -3- (3 -t KP*->t?P'J i?> 
25 - 1 7pA>75 h 

##0<J8B-2 : 5- [4- (4-7PP7xX;U) - 4 - 1 h*P* vtf^U v 

y] -2, 2-v7x-;u- 1 - (3-trpu^>- 1— r;u-7Ptr^x^7 

###J8B-3 : 5- [4- (4-^DD7x-;W - 4 - b HP+^tf^U v 5 
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7] -1- [3- (v73MU75V) Zfu\L*-)\,T*J} -2, 2-77x~ 

###J9B:N- [5- [4- (4 -7PP7x:^) - 4 - 1 KP + ^t^U 
v/J -2, 2-v7x-M>f;W -3- (t - 7Y* : s1J)V#~)V) 75 

#%0!|1OB:N- [5- [4- (4-^DD7xrjW - 4 - fc KP^vtf^. 
Uv7J -2, 2-v7i-M>?;H -3-75 7 7°D/t>75 H 2ttBK 

1 B : N- [5- [4- (4-i?OD7i^) -4-k KP*vt^ 
10 'Jy/] -2, 2-y7x-M>?JW -3 - (71^^757) 7*PA>7 
5 H 

##0!|12B:N- [5- [4- (4-^DD7x-;W 

Uv7] -2, 2 -vyx-JU^^JH -3- (7°Pbf^-^75y) 7°P/1 

775 h* 

15 ##0!|13B: 1- [4, 4-y7x^-5- (3x.—frttz''to)V#—)V'7 
= 7) ^>^7-T;H -4- (4-7PP7x~;W -4-hHP+vtf^'J v 

> 

##0iJ14B: 1- [5- [4- (4-i70D7ir;W -4-hh'D^y^ 
Uv7] -2, 2-y7xr;P-5-t+y^>fiW -3- [3- (kKD* 
20 -» ZfU\i)V] 

##0iJ15B: 1- [5- [4- (4-7PP7x~;U) 

Uyy] -2, 2-77x^-5-t+y^7^H -3- [3- 

75 7) X^;W £1/7 

##fl|16B:l- (5-7tf*73/-4, 4 -v J 7xx;^>^7<Jl/) 
25 -4- (4-7PP7x-;P) -4-kFP+vbf^'J v> 

##0U7B:N- [5- [4- (4~7PP7x~;i/) -4-kFP*7t7^ 
'J -771 -2, 2-y7x-;P-5-^V^>^W 7^y>7$Kilf^ 
###)18B:N- C5- [4- (4 -7 PP7x:n;i/) -4-kh*a+y^ 
<J~77] -2, 2-y'7x^-5-^V^>fJH 777775 H» 
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###11 9 B : 1 - [5- [4- (4-i?DD7i^) 

ij^y] -2, 2-5?7x=;P-5-**y<>5 t ;W -3 - [3- (2-3** 

y-i-EDUsv) ypww 91/7 

###J2 0B: 5- [3- (4-^OD7x-jW -3-kFo^y|fD'Jy> 
5 - 1 --T;H -2, 2-v7i^-lW5;K>^t5> 

##092 1 B : 1- [5- [4- (4-^DU7i-;W - 3-k KD*vfcM 
US>] -2, 2-y7x-M>f^] - 3- [3- (b h'o^y) -Ju\LM 
•71/7 

###J2 2B : 1 -^5;U7$y- [5- [4-kKD+y-4- <4-£n 
10 D7x~;i0 ^Wfl/W;>-1-^H -2, 2-y7i^K>^> 

###J2 3B: 5- [4- (4-^DD7i^) - 4 - 1 Fu*->tf^U 

3 - 1 -*;u$;U7S J - 2-7xr^- 2 - (2-^x-;i/) ^>^> 

15 ###J24B:2, 2-tf^ (4-^PD7xn;W -5- [4- (4-^OD 
7xZJW -4-th'o^>^'JyV] - 1 -*;i^;U7$/^>*> 

###J2 5 B : N— [2, 2-t*7 (4-7D07x'JW -5- [4- (4- 
70D7x^) -4-kKD+y^Uy;] ] ^>^77y>75 KiX 

20 ^;i/ 

##0U2 6 B : N- [2, 2-t*7, (4-7Dn7x^) -5 - [4- (4- 
^PD7x-;W -4-kKD*vk^U>V3 3 <>W7y>7$ FU 
##0!|2 7B-1 : 1- [5- [4- (4-7D07x-JW -4-tHo^y 
fc^'JvV] -2, 2-77i^K>^H -3- [ 
25 ;w tf^U> J >-4— f;W £U7 

###d2 7B-2 : 1- [5- [4- (4-7DD7XZJW -4-tFo+y 
tf^Ux/] -2, 2-y7xrM>fJW -3- [2- (1-tfD'Jv/) 

###J2 7B-3 : 1- [5- [4- (4-^DD7i^W -4-bHn+-> 
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tf^UvV] -2, 2-y7i-M>fJH -3- [2- (ylW5;) 

X5r;u] «7i/7 

#tf!2 7B-4 : 1 - [5- [4- (4-^DD7i-Jl/) 
fcT^'J^y] -2, 2-y7i-M>fJH -3- (3 -7$ /:/□ fcf;P) - 
5 3-*?)\,?U7 

##0!|2 7 B- 5 : 1 - [5- [4- (4 -^□□7x~;|/) -4-hHo+y 
tf^'Jv/] -2, 2-^7i-M>fj|/] -3- (S-hHD^v^O^I/ 
) £^7 

##0>J27B-6 : 1- [5- [4- (4-70D7x-jW 
10 tT'S'JiV] -2, 2-y7i-JK>5 1 JH -3- [2- (v*3MU7$y) 
X3MI,] - 3-*^)\,>y U7 

##^27B-7 : 1- [5- [4- (4-7DP7i^JI/) -4-hKP+y 
tf^'JvV] -2, 2-y7i-M>fJW -3- [2- (*^7==/) X 
-3-^^-71/7 

15 ##0i|2 7B-8 : 1- [5- [4- (4 DD7xX;i/) -4-tb'U + y 
tr^U^V] -2, 2-y7xZM>fJH -3- (2-tHD+yifjW 
-3-^^71/7 

##0i|2 7B-9 : 1- [5- [4- (4-7PD7xlJW -4-kHD+y 
k?^'J>V] -2, 2 -77x-JK/fJH -3- [2- (7"fe5 L ;U7^y) 

20 X5 1 ;!/] -7U7 

##0112 7 B- 1 0 : 4- [5- [4- (4-7PD7x3) -4-t Fa* 
^bf^Uv 5 /] -2, 2-y7xrjK>fW *KH|IfA 
##0j|2 7B-1 1:1- [5- [4- (4-^PD7xZJ|/) -4-th'D + 
vkf^'JxV] -2, 2-y*7x-M>5 L ;i/] -3- (3-kh'D+y7*Dk 

25 M VVT 

###|2 7B-1 2 : 1- [5- [4- (4 -i7UUy^-)V) -4-fcFD* 
xkf^Ui>V] -2, 2-y7xZJK>^] -3- (l-^>y>e^'Jy 
>-4-<;U) «7U7 

###12 7B-13:N-[5-[4- (4-^OP7xx;U) -4-fcFP* 
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vtf^UvV] -2, 2-S?7i-M>fJW -4-^5 1 ;Hf^7v>- 1 - 
F 

###|2 7B-14: IN- [5- [4- (4 -^DD7x-^) -4-tFP 
*xtT^UvV] -2, 2-y7ilM>f;W - 4 -^>vMI/t^$>>- 

5 i-#;p#*+r$F 

###J2 7B-15 : IN- [5- [4- (4-i7PD7x-;W -4-kh'D 
+xtf^U> ? /] -2, 2-^7xZJK>f;H -1. 2, 4, 5-fh7k 
Fu-3—*>X7W>-Z-1lMtt$ F 

###|2 7B-16 : IN- [5- [4- (4-^DD7i-W -4-t HP 
10 ^ytfAUyV] -2, 2-y7i^K>^] - 3- ( F »J 7^tD7t5 1 
)V7*S) tPUv>-l-*;^+1t5 F 

##0»J2 7B - 1 7 : IN- [5- [4- (4-^OD7i-JW -4-t Fp 
*->t^'J>V] -2, 2-y7i^K>f;W -4- ( t -:/F* 
F) ^'Jy>- 1 F 
15 #%^J2 7B - 1 8: [4- [3- [5- [4- (4-^DP7i-iW -4- 
t FP+v-t^'J^/] -2, 2-y7i'M>^] >)KF] t^UvV 

] mm^)v 

###|2 7B-19 : 1- [5- [4- (4-^DD7i^) -4-t h*D + 
^t^'JvV] -2, 2-y7i-M>fM -3- [1- (F'J7;1/^P7 
20 -t^W W)i?>-4-' (M 

###|2 7B-2 0 : IN- [5- [4- (4 -£PP7x~;U) -4-tFP 
+ y^'Jy/] -2, 2 -y7i'JK>fJH - 4 -jJvH/^- 1 - 1^ 
v^Jl'tf*-!^ F 

###|2 7B-2 1 : IN- [5- [4- (4 -0 DO 7x-iW -4-tFP 
25 ^^t^UxV] -2, 2-y7x^M>^] -4- (3-tHD+y7'P 
t;i/) -l-^7y>Ml^F 

##0U2 7B-22: IN- [5- [4- (4-?DD7x-^) -4-tFP 
^y^'JvV] -2, 2-y7x-M>f^] -4- dh+y^^-il' 
) -l-t?^7v?>*;i/^+1t5 F 
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##0H2 7B-23 : IN- [5- [4- (4-^OD7i^JW -4-k Ho 
^vt^'JvV] -2, 2-y7xZJK>fj|/] -4- (t;U*U 7 
)V^)V) - i-M^ity* ^ K 

##0iJ28B-l : 3- [3- [5- [4- (4-^DD7z-;W - 4 - k K 
5 D*5/"tMUSV] -2, 2-y7i-M>fiW 9KF] 7*nW>l 
##fl|2 8B-2:4-[3-[5-[4- (4-7PD7I-JW -4-k K 
P+^tf^Uv/] -2, 2-v?7xZM>fJH i&8£ 
##0»J2 9B : IN- [5- [4- (4 -£PP7xX)|/) -4-kKP*~>k 

. *ysv] -2, 2-^7x-M>f;w tf-;px;p*>75 K 

10 ##0H3OB: IN- [5- [4- (4-^nD7x-JW -4-kKP*->k* 

^'Jyy] -2, 2-y7x-M>fJH -2- (Hn'jyy) x^;k*;i/# 

>75 K 

##0!|3 1 B : 1- [5- [4- (4-^PP7x~;U) -4-kHD+->^ 
•JvV] -2, 2-i?7i-M>fJW -3- [3- (^^A^-r^^+v) 
15 Z?U\ZM 

##0»J3 2B : 1- [5- [4- (4-*PP7xXJW -4-kKP*vk^ 
U>VJ -2, 2-y7x-M>^] -3- (fc^'J v>- 4--f ;W ^1/ 
7 

###J3 3B-1 :4- [4- [5 - [4- (4-70D7x3) - 4 - k H 
20 P*~>k"^U>V] -2, 2-y7x-JK>fJH 75 7 #;i^x;P7a 7 ] 

tr^ u ^ y - 4 - RBtx^u 

##0»J3 3B-2 : N-X3MI/-4 - [5- [4- (4-^PP7xx;U) -4 

-kKP+^tr^u^y] -2, 2-^7x-M>f;H 7^y*;^x;P7 
5 J - 1 - k^ >J 5?>*;m?*-*$ K 

25 ##0iJ3 3B-3 : 1- [5- [4- (4-^DD7x-W -4-kh*D^y 
IWJSV] -2, 2-y7xrM>^] -3- ( 1 -7±^)l\f^) V> 

#%#J3 3B-4 : N-Xb*v#;i/#x;M9Ml/-4- [5- [4- (4-^ 
PP7xx;P) -4-k KP+xtT^U yV] -2, 2-y7x-M>fJH 
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###J33B-5 : 3- [4- [5- [4- (4-^DD7i-JP) - 4 - fc K 

p+vtr^'jv/] -2, 2-v7i-M>fji'] 7^y#Mx;i/7= y] 

5 ###J34B-1 : 1- [5- [4- (4 PP7xXJl/) 

tr^u^y] -2, 2-^7i-jk>^] -3- (i -x^;i/tf^Uv>- 

4-4 M *JVT 

###J34B-2 : 1- [5- [4- (4-i7Dn7x-;W -4-th*P4^> 
tf^'JvV] -2, 2-y*7i^K>fJW -3- [1- (2-fcFD+S/X 
io tf^'J V>-4-4M *?V7 

###|34B-3 : 3- [4- [5- [4- (4-70D7i^) -4-fcF 

p*~>t?^Uv>y] -2, 2-y7xz;K>f;w 75/*;i/sK-;i/75y tr 
^•jyV] ^ptf^->i?x^;p 

###J34B~4: 1- [5- [4- (4 PP7x~^) -4-tKn^y 
15 e^USV] -2, 2-^7zZM>^W -3- [1- (3-bHD+y7* 
alfJW \L^)V>-4-4M *JV7 

###|3 5B: 1- [ (kMUv>-4-f;iO H] -5 - [4- 

(4-70P7i-;W -4-tHP+vtr^»J^y] -2, 2-y7x^;K 
2&iK!ft 

20 ###J3 6B-1 : 1- [ 4 -4)1) *M+*5H 

3 -5- [4- (4-7P07I-JW -4-tHD^y^'Jyy] -2, 2 
-y7xrM>5'>2liS 

###J3 6B-2 : 1- [ [N- (Ih^y^M-JMf^) tf^'Jv>-4 
— fJl/l H] -5- [4- (4-7nD7x-JP) -4-kKD* 

25 v-e^U^y] -2, 2-x7xX;|/^>^>2^ffi 

###J3 6B-3 : 1- [ [N— (2-tM'jyx^W \Z^)V>-4-4 
;U] H] -5 - [4- (4-7n07x^) -4-tFP*->tf 

^'Jy/] -2, 2-v7xx;i^>^>3i&S&i 

###]3 6B-4 : 1- [ [N— (2-y/W5 7lf;0 ^'Jy>-4 
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— OW *;U^it$H] -5- [4- (4-^D07x-;i,) -4-tKP+ 
vt^'JvV] -2, 2-^7xn^>^>3^it 
###J3 7B-1 : 1- [ [ (N-X^;k&;P/*E-OW tMU v>-4— t)V 
] H] -5- [4- (4-^PP7x-;i/) 

5 USV] -2, 2-y7i^K>5'> df&Hjfi 

##0iJ3 7B-2 : 1- [ [ (N-tWbfrn^M tM'J v>- 4 — 
] *;i/3H^U-$H] -5- [4- (4-^DD7x-;i/) -4-tKP*'>^ 
'Jyy] -2, 2-y7i^K>^> 

###!3 7B-3 : 1- [ [ (N-7i-^AMt-f;M fcf^'J S>>- 4 -- f 
10 ;P] *;PaS+*5 W -5- [4- (4-7DD7xX;W -4-fcKD^vt? 
^UvV] -2, 2-y7x-M>^> &8£& 

##0!l3 7B-4: 1- [[ (N— (4-7DD^>VW>H') tf^'J> ? >-4- 
-f;i/] *;U^+-tf$h*] -5- [4- (4-7D07x-;i') -4-kh'D+y 
tf^UvV] -2, 2-y7i-M>!?> l&BliL 
15 ##0||3 7B-5 : 1- [ [N- (Ih+yAM-^Tt^W t?^'»*>- 
#;W**U-5F] -5- [4- (4-7DD7i^W -4-hh'D 
*y^'Jy;] -2, 2-^7x-;i/^>*> 

##0«J3 7B-6 : 1- [ [N- (3 h*v#;i/#x;i/7*Dfcr*~;W hf^ 
'Jy>-4-^Jl/] ^Ul^^+U F] -5- [4- (4-70D7xZJl/) -4 
20 -kKD^vtf^iJvV] -2, 2-y7iZM>^> &&& 

##0»J3 7B-7 : 1- [ [N- (X33V-f;W fcf^'J 5?>- 4 ~f;U 

H] -5- [4- (4-7PD7x~;W -4-t KD^vhf^U v7 
] -2, 2-y7x^JK>^> 2&&$g 

#%#]3 7B-8 : 1- [ [N— (4 - y^W$ / 7^»J;W tT^'Jv>- 
25 4 — f;H *;U#**$H] -5- [4- (4-7.DD7X-JW — 4~k KD 
*^tM'J>V] -2, 2-y'7i-M>^> 2&Bfctt 
#%0>J3 8B: 1- [ (N-7ofcT;Hf^Uv>-4— r;p) *^s|?*U-5 K] 
-5- [4- (4-7DD7iZJW -4-k KD+y^iJy7] -2, 2- 

y7x^K>^> 2mmm 
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###|3 9B: 1- [ [N-3-eU5W7-fe^;M tf<US?>- 4 -- f ;W * 

H] -5 - [4- (4-^OD7x-;U) 
/] -2, 2-y7zrM>^> 2&tt$ 

##034OB: l- [ [N-x^;u^;i//\ ,; t-r;i/) tr^u^>-4-' on 

5 H] -5- [4- (4-^P07x-JU) -4-kHD+->t!^U^y 

] -2, 2->*7i-M>^> 2t&Bfett 

##0»jic~i 5c«, #W¥i 1-7135 o#a«fciEo-c»flrr*;:£ 

##0)J1C : 1- (tert-^h + v-*;^^) tT^U 5»-4-OP N- (5- (4- ( 

###|2C : W)*J>-A-<1)1> N- (5- (4- (4-i/DD7i^W -4-th'D+ 
->tr^'J->V) -2,2-y*7x^K>fJW 

###J3C : 1- (N-X^l/^^A^e-r;!/) fcf^US?>-4-f;P N- (5- (4- (4-2 
15 PD7x-;i/) -4-fcKP*:>fc?^'J>V) -2,2-771-MWW #;pa*;< 
-h 

##M4C : 1- (xn^V'OW e^'Jv>-4--T;U N- (5- (4- (4-^PP7x 

-2,2-y7i-M>fJW 
#%0!l5C-l : 1- (5- (4- (4-^DD7x3) -4-t h'P+vtT^U ~>V) -2,2- 
20 y7x-JK>^) -3- (1- (2-^DaX5 L ;i/^*v'*;^x;W tf^'Jx> 
-4-r;p) -7^7 

###|5C-2: 1- (5- (4- (4-^DD7i-JW -4-t H P*->t^U SV) - 
2,2-y7x^K>^W -3- (1- (7±h^r^7±^)l) fcf^'J S*>-4--OW 
■71/7 

25 ###J5C-3 : 1- (5- (4- (4-^/DD7x^) -4-t Hn+y^'Jy/) -2,2- 
y7x-;K>fJW -3- (1- (XP3VOW fcf^U v f >-4--YJU) «7l/7 
###]5C-4:1- (5- (4- (4-i/DD7x^) -4-t KP+xfcf^'J >V) -2,2- 
y7xrJK>fW -3- (1- KVXP^V'OW fcf^U ^>-4-^;W 91/7 
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###|5C-5: 1- (5- (4- (HPD7iZJW -4-t KD+vtf^'J y/) -2,2- 

^7x^k>?jw -3- (i- ("Ov^OW e^U5?>-w;W 01/7 

##W6C : 1- (5- (4- (4-^DD7irjW -4-t KP^vt^'J >V) -2,2- 
y7x-M>f;W -3- (1- <2-fcKn*J/7-fc^;» tf^'J v>-4-<;U) «7 
5 1/7 

##M7C : 1- (5- (4- (4-^PU7i-;i/) -4-t Ha+ytf^UvV) -2,2- 

^7iz;Ky^l/) -3- (l- (2-tP'Jv>-i— r;u) x^M-*>/#;u#x 

;p) t!^u>?>-4->r;w oi/7 

##M8C-I :N- (5- (4- (HDD7xrjW -4-t FD+y^iJ-7/) -2,2- 
10 y7xrjK>fJ0 XP^>7^ H 2&SS& 

##0»J8C-2 : 2-7PPX3 1 ;!/ (5- (4- (HDD7ir;|/) -4-t KP*vt 

^'J>V) -2,2-y7xrjK>^7$;) #Jl/A'*-h 

##0<J9C : 1- (5- (4- (4-^PP7x-;W -4-t H P*~>t^ U vV ) -2,2- 

y7x^K>fJW -4,5-y't HP-2-*^yP> 
15 ###|10C-1 :2- (1- (t-7*h+y*M-JW t^'J v>-4-<;i/) -N- (5- ( 

4- (HDD7x-JP) -4-tFO+y^'Jy;) -2,2-y7x-M>?JW 
7ir^5 H 

##0»JlOC-2 : 2- (1- (t-7"h+y*M-JW t^U S?>-4— T 'Jf» -N- ( 

5- (4- (4-^DD7x-A) -4-t HP^vt^'J VJ) -2,2-y7xrjK>f 
20 ;P) 7-fe^K 

###|11C-1 :N- (5- (4- (4-7PP7xXJP) -4-t Fo+y^iJyV) -2, 2- 
y7x^K>fJP) -2- (tf^'Jy>-4-<;W 7t^5F 2%BI% 
###|11C-2:N- (5- (4- (4-7PP7xx;i,) -4-t HP+vt^'J v/) -2, 2- 
y7i-JK>?iW -2- (^ijy>4-^ijf» 7t^5H 2J&&& 
25 ###|12C-1 :N-(5-(4-(4-^DD7xZJW-4-th'D^ylf^Jyy)-2-7x 

x;p-2-(2- 1 »j v;i/)^>5 1 ;i/)-i-(x v#;p#-;p> t^ u >>>-4-#;p# 

H 2J£ggi£ 

###|12C-2 : N-(5-(4-(4-7PP7xX;|/)-4-t H P*v tM'J vV )-2-7 x 



WO 01/21169 



125 



PCT/JP00/06376 



- )V-i- (2- h ij <y^)V)-\- <<f y - ^ y -f ; w tr * u s> >-4-# jutf* 

###J12C-3 : N-(5-(4-(4-^PD7irj|/)-4-t H P*~>h*^'J vV)-2, 2-h* 
7 (4- 7 ;M- p 7 x =.) w ^ >^l/) -l - (-f y - p 3V <i M h° * L) v >-4-# 
5 2Jfift!& 

###|12C-4 : N-(5-(4-(4-7PP7x~;W-4-h h'P+vtf^U 5>/)-2-<4-7 
MD7x -2- 7 x ~)V*>3-)V) J 4 )V)W)V >-4-# 

###11301 : l-(5-(4-(4-7PP7xn;i/)-4-tHP+vtf^Uv ? y)-2-7x 
10 -;l/-2-(2-tfU v;W^>^;W-3-(3-t h'P*v7°PtrjI/)^l/7 2&lg& 

###|13C-2 : l-(5-(4-(4-7PP7x-;W-4-hHP^vH^Ui>V)-2-7x 

r;i/-2-(2-tf >j ^>^)-3-(i-(~P3V -f ;w tf^u v>-4-r M v u 

7 3&$& 

##W3C-3 : l-(5-(4-(4-7PP7x-;l/)-4-k h'D + ylf^U v7)-2-7x 

1 5 ~)v-2- (2- tr u ^y=f-)V) -3- <i - w v - n ^ ;w tr^ u >* >-4--r ;p) 

-71/7 3&8§& 

###J13C-4 : l-(5-[4-(4-7PP7x-;W-4-t KP + vt^'J v/]-2, 2-h* 

x(4-7Mo7x^;w^ >^;u) -3- ( i - w y - □ ^ j <\ M u v >-4--r 

;i/)'7U7 2ig^^ 

20 ##^J13C-5 : l-(5-[4-(4-7PP7x-;i/)-4-hh*P^vtf^'J>*y]-2, 2-h* 
7(4-7MP7i W ^ > W -3- (3- h K P * 1/ 7*P kW) ■71/7 
##0>J13C-6: l-(5-[4-(4-7PP7x-;i/)-4-hh*P^vh^'JvV]-2, 2-h* 
7(4-7MD7x ^ y^-)V) -3- ( 1 - P ^ 7 -f ; V) h*^ U v >-4-< ; w 7 
1/7 

25 ###J13C-7: l-(5-[4-(4-^PP7x-;i/)-4-hKP+vh^Uv*7]-2-(4-7 
P 7 x ZL)V) -2- 7 x ~)V^>^)V) -3- (1- (-f y - P 7 < JlO h^ 'J v* >- 

4-r;i/)-7i/7 2%bi% 

###J 1 3 C-8 : 1 - (5- [4- (4-7DP7x^)-4-th'D+y^'Jy7] -2- (4- 7 
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MD7i-jw-2-7ir;K>^W-3-(3-t Ka^v^Ptf;W^W7 mm 

##W3C-9 : l-(5-[4-(4-^D07i-JW-4-k KP^tf^U vV]-2-(4-7 
MD7i x;W -2- 7 x -)\,1>7)\,) -3- (1- (r. 3 5 1 7 -f ;W fc!^ 'J v >-4-f 

###J14C :N-(5-(4-(4-7PP7xX;W-4-tKP*vfcf^USV)-2, 2-t:7 
(4-7;M*P7xxjl,>^>3MW7irh75 K IfiBltS 

###J15C :N-(5-[4-(4-7PP7xX;|/)-4-t h*P*vt!^U^/]-2-(4-7^ 
10 1 D 

^ > 2- ( (5- k H P * *>-2, 2- v 7 x =.)1^>^M 75/) -2-** VI? 



5-75 y-4,4-v7x-;i/^>^y-;Kl5.8 g)©7-fehr.h>j;Kl00 ml) 

15 mm\z2-(a^>^)v^^»ti)i^=.)v)7^ymm\ze), wsc(i4g)&;bn& 

HjA : 122-1 23*0. 
20 ##0J2D 

ter t-7>;P 2- ((5-kKD* v-2, 2-7 7 x x;|/^ >^JP) 75/) -2-** V X 
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H O 



5-757-4,4- v7x-;i/^>^/-JK4 g) ©7t h- h »j;M30 ml)^ 
fc2-(((tert-^h + >')A^--'W75/)8|»(3.5 g), WSC(4 g)i:hUX^ 

«H{|;£*<4g)£fcfc. 

■H-NMRCCDClj) 6 : 1.2-1.6 (2H. m), 1.43 (9H, s), 1. 802.3 (2H, m), 3.4-3.6 
10 (2H,m), 3.69 (2H, d), 4.04 (2H, d). 5.0 (1H, br), 5.70(lH,br), 7.1- 
7.4(10H,m). 
##0fJ3D 

2,2-^7x-;i/-5-(4-7x-;i/tr^Uv ? y)^>^>^h , J;i' 




15 5-7D ; E-2,2-> J 7x-;^>^>-hU;K9.5 g) (DTt bp b UJKlOO ml) 
»*K1. ttK*0«7A(6 g)«h4-7xn;Hf^'Jv>(4.8 g)tO*.&. E*S«E£ 
6(TCT-ttltJ$«. Silt jaSSIPB/ftKX^^&IIISSiUTWjBfb^ 
«(11 g)£#fc. 

20 0mm'4D 

7-**V-4, 4-77 xX;P-7- (4-7 xXU/tT^'J >- b IMP 
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6-y7;-4,4-y.7i^K+1i->g| (5.87g) ©v7PP**> (60ml) mm 
izmt?-*-)l (3. 57 g) £*&TJ0;^ ^^M^M^Lfc. S^fS{C7x 
XjI/fcf^'Jv> (4.8g) £HJXtMI/75> (5g) <Dv7PP^> (20 ml 

1:1) -cminvrnmit^ (7.5 g ) 

10 'H-NMR(CDClj) 6 : 1.19-1.95 (4H, m), 1.96-2.08 (4H, m), 2. 20-2.79 (6H, m) , 
2.91 (1H, dt, J=2.6, 18.0 Hz), 3. 38-3.52 (1H, m), 4.66-4.80 (1H, m), .. 
7.10-7.38 (15H, m) . 
###|5D 

2, 2-v 7 x -;i-5- (4- 7x— ;Hf^"J yV)^ >^;l/7 5 > 




##0113 D TSfii Lfc 2,2-7 7x-;i/-5-(4-7x-;Hf^'J> > y)^>^>- 
MJ;P (10. Og) *#*flsy^7A7 , ;i'5- , 7A (4.8g) 
(16.9 g) (DTHF (350 ml) »»«fc*J&Tln*.» MT3E|ifllI#Lfc. SJfc 
*!Cl«^*»^hU^A**«E (400 ml) &*.ftT'pL??tiQZ.Sftm$L& 
20 L, X-tMU (500 ml) ^M^-ty-i hT'3j®Lfco 

ui]yM7A^ovh^77^-i:#u »»x^;k-^^y-;p (5:0 ~ 
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»KX^JP-^^y-;P-ffifD7>*-77K (50:10:1) T?»ttJL«jl^W (8. 1 
g) 



'H-NMR(CDClj) 6 : 1. 25-1.36 (4H, m), 1.69-2.03 (6H, m), 2.10-2.18 (2H, in), 
5 2.28-2.48 (3H, m), 2.90 (2H, d, J=11.4Hz), 3.33 (2H, s), 7.12-7.32 (I5H, 
m) . 

#%0il6D 

K>i?)l 2-((5-(4-/f)K>f>X^J^+x)-2,2-y7ir;K>5 L 
JW75y)-2-t+VIfM^A7-h 




10 

1 D m ZntdtG® (5. 50 g) © 7-fe h - h 'J JPSft (1 50 ml) MJ 
X3M1<7$>(2.76 ml), .4-i?*?)V7 J If U v>(0- 16 g)£«J;tf^b p - ^ 

;ux>x;i/^;K3.79 g)^in^fc. £«£^T&£J£&bfc^ WMW. 

15 tc%2*mmx ; ?)\'-'\*-V->frt>f&&<t^ HjHt-&$)(6.28 g)£«ffc. 
MA : 143-144t: 
###17 D 

^>v> 2-((5-3- F-2, 2-y 7x- jK>f ;W 7S ;)-2-t*VIf M 
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O N — n — O 



I II 

H O 



##^J6D-e#e>nfcfb^#l(6.25g)07-t h>(l00ml)MH> *&T> cfc 
5fl^MJ£A(15.0 g)£jbD*fc. Efc«££fiT2BM«#Lfc&, SJ^tt 

(1:D«L, Mffc#» (5.93 g) £f#fco 

'H-NMR (CDClj) 6 : 1.51-1.63 (2H, m), 2.12-2.19 (2H, m), 3.10 (2H, t, 
J=6.4Hz), 3.73 (2H, d, J=5.6Hz), 4.00 (2H, d, J =6. 5Hz), 5.10 (2H, s), 5.23 
10 (1H, s), 5.51 (1H, s), 7.15-7.40 (15H, m). 
###|8D 

*>i?)V 2-((4-t H D+S/-2, !-y 7x=;^^;W 75 y)-2-**y 1^ 



H O 

'H-NMR (CDC1 3 ) <5 : 1.26-1. 34 (2H, m), 1.71 (1H, s), 2.09-2.14 (2H, m), 3.53 
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(2H, t, J=5.8Hz), 3.72 (2H, d, J=5.8Hz), 4.00 (2H, d, J=5.5Hz), 5.08 (2H, 
s), 5.30 (1H, s), 5. 56-5.59 (1H, m), 7.13-7.37 (15H, ■). 
###19 D 

^>vJP 2-((4-(4-^^^>-fe?>7.;i/^-;^^ v)-2, 2-y*7i^W 
5 )75y)-2-^VX^JP/U-h 




###j8 d -m e> n £ 6 d t mm \z t t fc. 

'H-NMR (CDC1 3 )6: 1. 34-1. 42 (2H, m), 2.01-2.09 (2H, n), 2.43 (3H, s), 3.73 
10 (2H, d, J=5.6Hz), 3.90-3.96 (4H, m), 5.08 (2H, s), 5.29 (1H, s), 5.48 (1H, 
s), 7.09 (4H, d, J=7.0Hz), 7.19-7.36 (13H, m), 7.73 (2H, d, J=8.2Hz). 
##0>J1OD 

* y V)i> 2 - ( (4- 3 - K -2, 2- v 7 x =. )V ZT^M 7 5 J ) - 2- * * V X^JP* * 




) N — n — O V ' 



15 



H O 

##^j9DTt#bnfefb^ 
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'H-NMR (CDClj) 5 : 2.52-2.70 (2H, m), 3.37-3.59 (2H, m), 3.92-4.10 (4H, i), 
4.18 (2H, s), 5.13 (2H, s), 5.78 (1H, s), 7.15-7.36 (15H, m). 
###J11D 

5 )-l-**VX.?)\,1))Vrt*-Y 



5-7 S 7 -4, 4-h*7> (4-^ □ □ 7i-» / -;i/^£#^0il2D <h 

10 'H-NMR (CDC 1 3 ) 6 : 1.23-1.35 (2H, m), 1.41 (9H, s), 1.85 (1H, t, J=5.6Hz), 
2.05-2.14 (2H, m), 3.55 (2H, q, J=5.6Hz), 3.68 (2H, d, 1=6. 0Hz). 3.96 (2H, 
d, J=6.2Hz), 4.98 (1H, br), 5.75 (1H, br), 7. 13. (4H, d. J=8.7Hz), 7.29 (4H, 
d, J=8.7Hz). 
###|12D 

15 tert-^U 2-((2,2-t*X(4-^DD7x-;i/)-5-(4-/^;^>1f>X;i/^- 



CI 




0 
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CI 





0 



l H-NMR(CDCl 3 ) a : 1. 30-1.38 (2H, m), 1.40 (9H, s), 2.01-2.09 (2H, m), 2.45 
5 (3H. s), 3.68 (2H, d, J=6.1Hz), 3. 88-3.96 (4H, m), 4.94 (1H, br), 5.65 (1H, 
br), 7.02-7.12 (5H, m), 7. 24-7.35 (5H, m), 7.74 (2H, d. 1=8. 3Hz). 
#^#|13D 

tert-^;U 2-((2,2-t^(4-^aD7iz;W-5-3"K>?JW75/)-2- 



###J 1 2 D m t> tiltlt&tofr £##0J 7 D <>; ITO;: L T£ j& L 0 

■H-NMR(CDC1 3 ) <5 : 1.41 (9H; s), 1.47-1.56 (2H, m), 2.04-2.17 (2H, m), 3.10 
(2H, t, J=6.4Hz), 3.68 (2H, d, J=6.2Hz), 3.94 (2H. d, J=6.2Hz), 4.89.0H, 
15 br), 5.68 (lH.br), 7.06-7.13 (4H, m), 7.25-7.33 (4H, m). 
###|14D 



CI 




10 



0 
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F 




f7(4-7;Pt0 7x-;W^5';-Jl' (24. 2 g) izmt^Tt-Jl (50 ml) £ 
orTJO^OMftLm 2&5fc&g (500 ml) Kft^fc. ^£4&£&@gX:r 

Z*i?2UU**?> (200ml) hU^^v'J^vT-H (16.4ml 

) £2)0*.£:^ 0 < CTMft5 1 ^> (13.4 ml) £Jj$TLfc. 50#«#&» 

(5 ml) £ADA> ^fP*W7jCfCft^fc. rg-^fcMx^UT 

10 mrmffiv, mmit&® (21.8 g ) *%tc a 

'H-NMR (CDCI3) 6 :5.11 (1H, s), 7.03-7.11 (4H, m), 7.26-7. 33 (4H, m). 
###|15D 

X3 1 4, 4-lf7(4-7MD7i-JW-4-y7>'7?'l/- h 



F 




##^ji4D-e# e.nfefx(4-7;i/^-D7xx;w7-fehxhu;i' (20.4 g) 

, X^y-;U (150 ml) , l,8-v71ft:^^o[5.4.0]-7-C7>r-fe> (2.63 ml 

) > 7C))vm^)i (i2.5mi) <D&£m*\mmm$mm.LTzo ej& 

^METWb, 2&£&$ (200 ml) SriDA, g^X^T&iijLfc. W 
20 l£JI£Mn:£i£7KTft#^ M7KBStS?T^^v»7AT^L^EETjS^Lfc. 
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X^;K5:l)T»ffiLTMfl:^« (28.8 g) 

'H-NMR (CDC1 3 ) 6 : 1.25 (3H, t, J=7.2Hz), 2.42-2.47 (2H, m), 2. 70-2.75 (2H, 
5 n). 4.13 (2H, q, J=7. 1Hz), 7.06-7.13 (4H, m). 7.34-7. 39 (4H, m). 
##0iJ16D 

2, 2-tfX (4-7MD7i--»W-5-t K D*5"*>^75 > 



F 




###J 1 5 D Tt# e> nfcX^ 1 4,4-t , 7(4-7MD7x - ;W -4- i/~7 J? 
10 (34 g) , THF (150 ml) ©S^fctTMifcU^tfATJI'S-tfA (15.7 

g) £in*16l5HM&j8ieLfc. ft^**/-^ (50 ml) Oj0*.fc& 

^-fcttu mk3L?)v-zm&LTwmit%m (19.7 g ) 
15 Mriftfc. 

'H-NMR (CDClj) 6 : 1.24-1.33 (3H, m), 2.18-2.24 (2H. m), 3.32 (2H, s), 3.61 

(2H, t, J=6.2Hz), 6.96-7.04 (4H, m), 7.11-7.19 (4H, m). 

##0J17D 

t er 2- ( (2, 2- t'X (4- 7WD7x XJW -5- 1 K P =F S/O^M 7 5 

20 ;)-2-*+vif;w;ww-b 
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F 




'H-NMR (CDC1,)<5 : 1. 25-1. 36 (2H, m), 1.42 (9H, s), 2.09-2.14 (2H, m), 3.57 
5 (2H, t, J=5.9Hz), 3.69 (2H, d, 1=6. 1Hz), 3.98 (2H, d, J=6.2Hz), 5.02 (1H, 
s), 5.76 (1H, s), 6.98-7.05 (4H, m), 7.11-7.17 (4H, m). 
##^18D 

ter 2- ((2, 2-fc*X (4-7 )V* □ 7 x-JW -5- (4-* ^)\,^>V >7>)W 



F 




1 7 d t?t# e, titzit&^fr z 6 d t mm \z t l 
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'H-NMR (CDC 1 3 ) <5 : 1.25-1.40 (11H, n), 2.03-2. 08 (2H, m), 2.45 (3H, s), 3.67 
(2H, d, J=6. 1Hz), 3. 89-3. 95 (4H, in), 4.94 (1H, s), 5.61-5.65 (1H, m), 
6.96-7.11 (8H, m), 7.33 (2H, d, J=8.2Hz), 7.74 (2H, d, 1=8. 3Hz). 
5 ##W9D 

. tert-^;l/ 2-((2,2-t'X(4-7^tP7xrjW-5-3-hM>^)75;)- 



io mvt®>. 

'H-NMR (CDC1 3 ) 6 : 1.41 (9H, s), 1. 47-1. 57 (2H, m), 2.08-2.14 (2H, m), 

2.39-3. 23 (1H, m), 3.82-3. 92 (7H, m), 5.77-5.81 (1H, m), 6.84-7.06 (6H, 
m), 7.19-7.27 (6H, mj. 

15 ^>'J)V 2-((2,2-v7x-;W5-(4-7x-;Hf^'Jv f 7)^>^;075/)- 



F 
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h U 7 x - MX 7 4 X520 mg) h X h U JW&tt (1 0 ml) Kft&TTH 
3?(320 ng)£JD*.fc. i^TMl:^>^l' 2-((5-hHD+y-2,2-i?7i 

-M>?;W7$ ;)-2-t*vif;w;ww- h (o. 88 g)07t hx h u 

>f --e»»(J8W*IK ; IPE : »KX5 1 ;P=1 : l) LT:/aA#:£f#fc 0 7*o A# 
(D7-fehnhU;K20 ml)^(c:4-7x-;i.e^U> ? >(320 mg) U 9 

A (300 mg) K««ft40 , C'ril«a»b&a, 

x*y-;i,j&>S??ttfiU «Hfc£4l!K0. 56g) 

M£ : 167 — 168*0. 

HiS^J2 

tert-7*^ 2-((2,2-y7x- J )H-(4-7i-J|,tXUyV)^>5 : JW75; 

15 )-2-^-+yx^;i/*;PA^-h 

^1 




tert-T*^ 2-((5-kHD+y-2,2-y7x-M>f;W7$y)-2-t4 1 V 
X^*JU/U-h^6^Jfi«i^TOk:bT'&^Lfc. 
: 145-146*0 
20 $%0!|3 

4, 4-^ 7i-;h7- (4- 7 x - )V Uy;) ^\7°^7 5 > 2i£$Jl 
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g) (DTHF (20 ml) »«tH**ftU?^A7;P5z:^A (760 mg)©THF (40 ml 
) S»«£3k»TJDA. 60t;Tri4l&l«!«#Lfc. jEfS*7ftl«Jfc*»flS:J- F 'J 

. assauktt&u v^DD*?>-iPE7!>^?f*£ifiu mmitG® (2.0 g 

) £#7c. 

Bft&: 155-159X3. 



10 n-(4. 4- -77 x-;u-7- (4-7i-jp tf< u >v ) a7^;u)-4-* 

;P*>75 F 



4, 4- v 7 x x;|/-7- (4-7zr;Kf^'J^/)A 7*^7 ^ > (500 mg) ©yi' 
DD*?> (15 ml) »«tChUX5 : -;P75> (3 ml), p- h i/)V2 □ U F (209 
15 mg, l.lmmol) &cfctfDMAP (ftft&ft) SrJk»TlPA.» MTll5W«#Lfc. R 

7^-ic#L^o 'n+u-^-sbxssh, (1:0 -ens&u tszizmmmtLtz 

£OD*;PA-IPET?IISIIU (420 mg) £^fco 

jR£: 132-134<C 
20 «0J5 

N-(4,4-y7x-;H-(4-7i-;P^'Jy/) / N7'f;W7t^$ F 



»J4 
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4,4-^7x^;U-7-(4-7x-;Hf^»J> J y)'\^;P7^ > (400 mgXflv^ 
uu*9> (15ml) m%LlZ h U > (3ml), &?KBftg (102 mg. 1 mmol 

(1:0-10:1) 7f»aibT«f»tfc»t. MX^MPEJ&v&ffilgfiLT 
(150 mg) 
HI&: 80-85T; 
H2&0II6 

io n-^ > y ;u-N- (4, 4- v y i-JH- (4-7zz;i/^'Ji?;)^ 7?; W T 5 > 

2i&g£i& 




4,4-^7i-Jk7-(4-7i-jHf^ l JyV)A^7i> (426 mg), ^> 
X7;PftK (106 mg) , p-hi/;U»-*ft* (fttiift) ©^>"tf> (5 ml) 

15 »«c*tk«b6t^'>^a (i g) zmz.* wwmm&hit. mm®* 

3£U ZWLZM&TmmLnznfcm-ZZ*?;-* (5 ml) »c:»#3-87K 
SMt*£*:f-HJtfA (38 mg) *jDiL*«r55)>Mtt»l/&. £&M7&> M 
ETS^Li 6 nfc&S £ v «J * y ;U* v A * o V h 9 9 7 >r - fctt L & . tt 
m3-?-)V-*9 J-)V (1:0-20: l) Ti§ttJLT*itSS!L£ &£*iBI*fi£ Lfc&fw 
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, A-IPBj&>&fSttaLT«Hfl:£* (350 mg) 

SMS: 223-226*0 

N- (4, 4- i> 7 x (4- 7x— JUk^D yV)^ W -N- (3- * h * > 
5 5?;W75> 2%&£ 



flM^Wr.^PD^A-IPE. 
Rt£: 215-217*0. 
10 *&£0!l8 

N- (4, 4- v 7 x - ) 1-7- (4- 7 x tf ^ U *JJ ) 'N W -N- ( 2- * h * > 



15 H&Mftg : * □ P*;k£-IPE. 
100-108*0. 

N-(4,4-v7xri;k-7-(4-7x-;i/tf^ , J> f y)^7 P 5 L ;P)-N-(2-7;i/^-P / <> 
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5 198-200*0. 

N-(4, 4-y7i-;k7-(4-7x-Jl/t^ 'J ) ^Zff-M -2-^*7 x 



10 4,4-> J 7x-;U-7-(4-7x-;Utf^»J^y)'\-/5 1 ;i/7 5 > (426 mg)0@t$l 
X^;P (10 ml) HJ (10 ml) L<«fc# 

L&A^ 2 - f ^ 7i>AJH-J^ □ U K (146 mg) ^J&D^fco 30#&W» 

>7u-?y!f i 7 74-\ztt\sit. ^^y-mm^jv o:i) T$tbu 

jf4£: 125-1 3<TC. 



N- (4, 4- 5? 7 x -^-7- (4- 7 x - )V tT ^ 'J v 7 ) 'S 7* T)V) -2- 7 x -)V 7± 9 S 
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m%$k®1&: 7PP*;kk-IPE. 
Bkjft: 103-1 lot: 

5 nmwn 

N-(4, 4-^7 x-;P-7- (4-7 x-;U tf^ U V J ) ^7°^) -N- (2-?X~)l* ? 




N- (4, 4- V 7 x -;P-7- (4- 7 x ^JHf * U v 7 ) ^ Zf^M -2-?* 7 x > * ;P 
10 tf+tfS K0>7U-#(3OOmg)©THF (5 ml) «K7k^fc'J^'7A7;i/S-'7 
A(114mg)<Z)THF (5ral) »»«£*?&Tin*.. 12l5|8ttnSlfc!BaEbfc. SJS&7 

sasft. ilSiTM^ft (300 mg) £7*;u7 7 7>HTi#£. #e>nfc<b 

H£: 120-125*0. 

mmm\z 

H-1 y v^-N- (4, 4- V 7 x~;U-7- (4-7 x -)l fc? * U V / ) 's 7*^;i/) -N-* 
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N-^>^;P-N- (4, 4-i?7 x-;P-7- (4-7 n-fr tf^ >J ) ^t^U) 7 5 > 
(175 mg)07'th-h'J;i' (5 ml) -37X*;|/TU> (0.3 ml) «t3v7/7k 
M^^M^A (31 mg) &£ZMm (0.5 ml) £in&MTll9Wit# 

P*;UA-IPET«i|gSLTSjSfl:^«Kl30i«)^fc. 
fit&: 115-120r. 



10 N-(2,2-y7xr;H-(4-7i-J^^'J^;)^>fJW-6-7i-;K+lJ- 
±5 H 



6-7i-;Kt1f>i (80 mg) (OTHF (5 ml) mWZ % Tk&T, &{b**1f 

u;p (63 mg) tm&-mna%., immmmxtmvrz^ mjet, mmvtco 

15 Cioas*, ##0»J5DT^Lfe2,2-> ? 7x^;i/-5-(4-7x-^e^U^/) 
^>^>75> (110 mg) t h'JX^;U75> (56 mg) (DTHF (10 ml) fcttfc 
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10 



15 



*#Tan;t> immmwitc Rj&*ifc«B»sw* doomi) £joa@i^x3mv 
(ioo mo T&asu m%ntwe$i&'&* m*m.mi-h*)o&-T?$tmuz. 

mx^fr-^yy (2:0 -mm^^x-mtuvrnMit^ (nomg) zmc 

o 

'H-NMR(CDCl 3 ) 5 : 1.25-1.38 (5H, m), 1. 45-1.68 (5H, m), 1.72-1.78 (2H, m) , 
l. 82-2. 03 (6H, m),2.28 (2H, t, J=7.3Hz), 2.25-2.45 (lH, m). 2.52 (2H, t, 
J=7.6 Hz), 2.88 (2H, d, J=ll.4Hz), 3.99 (2H, d, J=5.9 Hz), 4.96 (lH, f, 
J=5. 6 Hz), 7. 1 2-7. 34 (20H, m) . 



4-^>v;U^i/-N-(2,2-> f 7x-;U-5-(4-7x-JHf^»J y;)^>fiW 



'H-NMR (CDCl 3 ) 6 : 1.27-1.38 (2H, m), l. 68-2. 44 (15H, m). 2.87-2. 92 (2H, m), 
3.41 (2H, t, 1=6. 0Hz), 3. 99 (2H, d, J=5.9Hz), 4.39 (2H, s), 5. 14 (1H, t, 
J=5.7Hz), 7.15-7.31 (20H, m). 
^£0*16 

4-^>^)P-N-(2, 2-^7xn;U-5-(4-7xr;Utf^'J i>J )<>^)l) 7? 
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5 Hkj^ : 101-102t:. 

mmrnn 

N-(2, 2-v7 x-;U-5- (4- 7 x ~ ;Hf ^ U v / ) ^>^)V) -4-7HJK >X 
7i H 



10 ##^J5DT^bfc2,2-v7x-;P-5-(4-7xr:;i/tr^iJ>?/)^>^>7 
5 > (150 mg) £HJX5MP7^> (57 mg) OTHF (5 ml) »4-tf7x- 
MM^^D7-fh* (98 mg) fcftfrTilD*., 1.5P*W8l#l,fc. SMI: 
fiftfilMc (100 ml) SSDAiSSx^ <100 ml) T&tiiU 
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20:1) -V»MVWBfcGto (HO Dig) 

155-15613 
IWJ18 

5 N-(2,2-/7i n;i/-5- (4- 7i^^'J '>* / ) * >^>W -3-1 h * 



MFilTt^lCbT^bfe. 

10 'H-NMR (CDC1 3 )<5: 1.19-1.31 (5H, m), 1. 68-2. 60 (15H, m), 2.85-2.91 (2H, m), 
3.99-4.02 (2H, ■), 4.09 (2H, q, 1=7. 1Hz), 7.17-7.33 (15H, m). 
«W9 

2-7-fe h*^-N-(2.2-y7xnjP-5-(4-7x-;Hf^U ^7)^>fJW7t 




0 
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j&& : 106 — 107*0. 

i>i?)V (is)-2-((2,2-v7x-;i,-5-(4-7x-;i/e^u> J y)^>^;i/)7S 




##0ij5D Lfc2, 2- 7 x n;P-5- (4- 7 x ~ ;P fcM »J v / ) * > ? >7 
5> (110 mg) <hZ-L-77r> (68 mg) , HOBt (41 mg) £>7"fe h~ h V)l ( 
10 ml) ®m\zm (58 mg) ^O^TiD*.. 18I$f^®-d«#L#:. KfoWilZ 
* (100 ml) SJOfclEKx?^ (100 ml) T'tttiJU fiSfOA^7K-C»^ & 

^D7>y77Y-f:#U KilfJh^^y-^ (100:1-25:1) T^fflb 
f£^ffc£#J (120 mg) *%tzo 

'H-NMR (CDC1 3 )6: 1.39 (3H, d, J=7.3Hz), 1.59 (4H, s), 1.96 (2H, br), 
15 2. 58-2.92 (7H, m), 3. 53-3.59 (1H, m), 3.71-3.82 (2H, m), 4.11-4.25 (2H, 
m), 5.07 (2H, s), 5.89 (1H. br), 6.30 (1H, br), 7. 12-7.40 (20H, m). 
«#J21 

^>?)V (lS)-l-(((2,2-v7x-;P-5-(4-7xn;i'hf^'J^V)0^;P)7 

5 j)tt)V^zL)v)-z-^)vzf^)Vti)vn^- h 
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'H-NMR (CDC 1 3 ) 6 : 0.84 (6H, d, J=6.2Hz), 1.21-2.09 (12H, m), 2.22-2.45 (4H, 
5 nO, 2.84-2. 90 (2H, 01), 3. 87-4.03 (2H, m). 4.08-4.17 (1H, m), 5.05 (2H, s)., 
5.12 (1H, d, J=8.4Hz), 5.56 (1H, brs), 7.14-7.35 (20H, m). 

*>-J)V (lS)-l-^>v;P-((2, 2-y7x~;H-(4-7x^tf^ Oi?S)*> 
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'H-NMR (CDClj)6: 1.21-1.28 (3H. m), 1.81-2.03 (6H, m), 2.34-2.47 (3H. m). 
2.99-3.02 (4H, m), 3.90-3. 92 (2H, m), 4.06-4. 30 (2H, m), 5.00 (2H, s), 5.42 
(1H, br), 5.53 (1H, br), 7. 04-7.32 (25H, m). 
5 ^&S#I23 

K y (1 S) -2- ( (2, 2-v 7 x-;i/-5- (4-7 x 1 U V J ) 1 >^)l) 7 5 
y)-l-t KP + '>^^;P-2-^+7X^*Jl/A^- h 



10 #HW*. 

'H-NMR (CDC1 3 )<5: 1.21-1.46 (2H, m), 1.82-2.30 (9H, m), 2.50-2. 56 (3H, m), 
3.15-3.32 (2H, m), 3.66 (1H, dd, J=ll.lHz, 4.7Hz), 3.84 (1H, dd, J=13.0Hz, 
5.0Hz), 4.06-4.17 (3H, m), 5.02 (2H, s), 5.98 (1H, br), 6.02 (1H, br), 
7. 14-7.32 (20H, m). 
15 *M#J24 

^> i?)V (1 R) -2- ( (2, 2-y'7i-Jk5- (4-7 x- )V If ^ U V J T S 

;)-i-/w-t+yifM^A7- h 
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'H-NMR (CDC1 3 ) 5 : 1.21-1.32 (6H, m), 1.71-2.09 (6H, m>, 2.24-2. 52 (3H, in), 
5 2.87-2.93 (2H, m), 3.83-4.16 (4H, 01). 5.05 (2H, s), 5.30 (1H, d, J=6.2Hz), 
5.55 (1H. t, 1=5. 1Hz), 7. 14-7.34 (20H, m). 
»J25 

(2s)-i-^>^;p^v^;i'fc;i/-2-(((2,2-> 5 7x-;i/-5-(4-7xx;ue^ 



'H-NMR (CDCI3) a : 1.21-1.28 (2H, m), 1.61-2.47 (13H, m), 2.85-2. 90 (2H, m), 
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3.18-3.34 (2H, n), 3.86-4.25 (3H, m), 5.07 (2H, brs), 5. 54, 6.07 (1H, 2br). 
7.16-7.34 (20H, m). 

N-(2,2-v7x-;P-5-(4-7xZi;Pt!^'J> ? y)^>^;i/)-2-^7x>*;i/ 
5 H 




##0»J5 D T*£j£ b 2, 2- 7 x X^-5- (4-7 x XJl/ tf ^ U v 7 ) * > * > 7 
^> (510 mg) i2-^7x>*;P#>K (176 mg) ©7-fe hx h 'J;P (20 ml 
) fcfftKWSC (265 mg) £2k?frTiO;L. 16WfKMTi«^bfc. ElSiftK:* (200 
10 ml) SiJDAgf&X^ (200 ml) TttffiU ffifn£ifi*T?ifci£&, 

b U 7 Af^i L fc. MJETJiM U# £ nfc^$ £ v 'J * 7A^D7h 
7*77^-lCttU illfJKitiXfJk^^;-^ (20:1) T!»ffll4MB 
l"t£$l (510 mg) 

15 g6,^ : 80-81*0. 
«^J27 

4-^ > y-N-(2,2-y7i (4- 7 x x;Hf ^ U v 7 ) ^ > ^; W 

^>X75 h* 
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: 148- 149-C. 

5 mmmn 

N-(2,2-y7irjH-(4-7i^H^^ 1 Jyy)^>f;l')-4-7i; + ^> 



M& : 199-204X:. 
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mjH : 129- 130*0. 

5-7 n =e-n- (2, i-v 7 x -;p-5- (4- 7 x tr* y sv ) -2-^*7 




10 m£Hig$ : »Kx^ L ;p-'\+iJ->. 
MA: 147-148'C. 

N- (2, 2- v>7 x n;P-5- (4- 7 x ~ ;Hf ^ 'J V J ) ^ >^P) -2- tf □ -)Vl3 )l># 
K 
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mfe&mm : ^x^x-t^-'v^x 

mtii: 155-156'C. 

5 mm&m 

z-7 o *-n-(2, z-ity x x;p-5- (4-7 xxjp 'J ) ^ y=f-M ^ >X7 
5 K 



io : vx^;Px—r;P- , \4 1 -tJ->. 

MA: 103 — 104*C. 

N-(2,2-y7i XJP-5- (4- -4-t'7x"^7t 




Br 
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86-87*0. 

5 &wm 

3-^ >i?)Vttis-N- (2, xZi;P-5-(4-7 tf^U yy) ^>3MP) 



BS^ : 122-1 23"C. 
«#J35 

2-^>»/< ;P75 y-N-(2, 2-v7xn;|,-5-(4-7x-;ue^iJ yy)^>^ 
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NH 




181 — 182*C. 

5 mm&m 

4-^ P *-N- (2, 2-i?7i-JH- tf ^ U ~>V ) ^ ^ >X7 
5 K 



10 UliHI : BBx^-^U-X 
MjtS: 140-14110. 
&KS0I37 

4-^> 1 /-f^7iy-N-(2,2-y7xz;H-(4-7i-;Hf^UyV)^>f^ 
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'H-NMR (CDC1 3 )<5 : 1. 26-1.43 (3H, m), 1.63-1.92 (5H, m), 2.13-2.41 (5H, m), 
5 2.84-2.91 (2H, m), 4.18 (2H, d, J=5.8Hz), 5.67 (1H, brs), 7.14-7.39 (15H, 
m), 7. 46-7.58 (5H, m), 7.67 (2H, d, J=8.8Hz), 7.84-7.89 (3H, m). 
HJ60938 

N-(2, 2->?7ir:JH-(4-7i^Hf^UyV)^>5 : ;W-4-(7i-^75; 



16,6 : 134- 135*0. 
H»39 

15 ^>z/)l 3-((2,2-y7x-;H-(4-7iZ;Hf^'Jy;)^>fiW7i/)- 
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5 'H-NMR (CDCl 3 )<5: 1.21-1.33 (2H, m), l. 67-2. 09 (8H, m), 2. 20-2. 61 (5H, m), 
2.89-2.94 (2H, m), 3.42 (2H, q, J=5.9Hz), 4.00 (2H, d, 1=6. 1Hz), 5.08 (1H, 
br), 5.11 (2H, s), 6.05 (1H, br), 7.13-7.37 (20H, m). 
HMM40 

^ > v;U 4- ( (2 , 2- v 7 x ±.)V-$- (4-7 i^^'Jy/)^ 7 =L 7 ) - 

10 \-**v7?-)Vt>)\>n*-v 




•H-NMR (CDC1 3 )<5: 1.21-1.38 (2H, m), 1.67-2.12 (12H, m), 2.24-2. 52 (3H, m), 
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2.86-2.91 (2H, m), 3.10 (2H, q, J=6.4Hz). 4.00 (2H, d, J=5.9Hz), 5.05 (2H, 
s), 5.14 (1H, br), 5.30 (1H, br), 7.17-7.32 (20H, m). 

1 > V)V N- (2- ( (2 , 2- v* 7 x -;i/-5- (4- 7 x.~)V t? * 'J 5? / ) ^>^)l) 7 5. J 
5 )-2-t+Vlf ;W-N-^f;i/)*^/\7- h 



«0J26 1 TOC UT^fiS Lfc 0 

'H-NMR (CDCI 3 )<5 : 1. 53-1. 68 (3H, n), 2.17-2.28 (2H, m), 2.65 (4H, brs), 2.89 
10 (5H, br s), 3.49-3.55 (2H, m), 3.88-4.00 (4H, m), 5.08 (2H, s), 5.66 (1H, 
t, J=5.7Hz), 7.15-7.35 (20H, m), 12.02 (1H, br). 
^»42 

!-^>>W-3- (2, 2-/7 x-;U-5-(4-7 x-JUfcf ^ 'J VJ ) 1>?)V) 71/7 



15 ##0!|5DT-&^bfc2,2-v7x-;i/-5-(4-7x-;i,hf^U v/)^>^>7 
i=> (110 mg) t-fVx7>i^>y;P (41 mg) <Dtf'J> ? > (5 ml) j§&£3 





WO 01/21169 



161 



PCT/JP00/06376 



»M$i^l/ft«. MET, mmLtco dtf>8l££zK (100 ml) £#Blx 
(100 ml) T#KU Wtt^£fi*l£ifi*Tifei*&, &*«fflW-HJ*A 

(114 mg) 
5 Sk,^ : 156— 157*0. 

N - (2- ( (2 , 2- 7 x x;i/-5- (4- 7 x XJH? ^ 'J ) * >^U) 7 5 7 ) -2-:** 
vx^;i/)tfP-;i/-2-^;^+it$ H 




10 ^JS0tJ2T^bfetert-^;W 2-((2, 2-y7i-JH-(4-7iZJHf 

s^y) b (4.og) obkx^;u ( 

60 mi) ®m\zmfemt7km-mmx?)v <iso mi) £io*.> ^u^mmmw 

Lfc. s^nu ^^y-;p-»ttx^;nr?ia:lftS-&, ?75>£J£K 

m<hLT#fc (4.3 g) o Jl©75>ifi»ifi (200 mg) t \£U-fr-2-jlfrtf> 
15 m (46 mg) , N'JX^75> (77 mg) 07'febxHJJI' (15 ml) 

ffSC (80 mg) £J0A, MT19R*raj^Ufc. Sfcifct;:* (200 ml) £ 
lOAiail^ (200 ml) TttiHU f&»ft£*Tifc»&, h U 7 

ATKJftLfc. «mT*«M»&ttfc»3 * *> U Jiffr* ?kZ o7 h^7 
-f-fctfU Mx^-Wx^P-^^/-^ (5:1) Ti&ffiU 
20 Kx^;!,-^*lJ->;d»&??ilSaLraffc£* (97 mg) 
158-159*0. 

N-(2-((2,2-77i^-5-(4-7x-;Hf^'Jyy)^>^l/)75y)-2-^ 
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5 : 184 — 185*0. 

N- (2- ( (2, 2- v 7 x ^;U-5- (4-7 x - )V tT^ 'J yV)^ >^;U) 7 5 7) -2-** 




'H-NMR (CDC1 3 ) 6 : 1. 22-1.38 (2H, m), 1. 76-2. 48 (11H, m), 2. 94-2.99 (2H, m), 
3.97 (3H, s), 3.98-4.06 (4H, n), 5.76 (1H, brs), 6.93 (1H, s), 7.11-7.41 
(19H, m), 7. 63-7. 67 (1H, m). 

15 mmmtt 

N- (2- ( (2, 2- V 7 x ~ ;U-5- (4-7 x -)V\f. 1 'J v J ) * >3^) 7 S J ) -2-** 
7X5 1 ;W^> > y'7 7>-2-*;P^-tj-= H 
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'H-NMR (CDClj) 6 : 1.26-1.34 (2H, m), 1.80-2.47 (11H, id), 2.94-2. 99 (2H, m), 
5 4.01-4.07 (4H, m), 5.61 (1H, brs), 7.06-7.55 (20H, m), 7. 68-7. 72 (1H, m). 

D U-N-(2- ((2, 2-y 7 xr:jH- (4-7 1-^ If ^ U y / ) ^>fJW 7 $ 




10 mm&mtmmzLT&i&Lrzo 

'H-NMR (CDClj) 8: 1.22-1.29 (2H, m), 1.73-2.35 (13H, m), 2.94-2.98 (2H, m), 
3.98-4.17 (4H, m), 5.80 (1H, brs), 6.92 (1H, s), 7.06-7.63 (19H, m), 9.92 
OH, s). 
15 »#J48 

N- (2- ( (2, 2- v 7 x r.;i/-5- (4-7 x^JP Uv/) 1 >T)V) 7 5 J ) -2-** 



WO 01/21169 



WO 01/21169 



PCT/JP00/06376 



Page 166 of 284 




5 'H-NMR (CDClj) 5 : 1.25-1.33 (2H, m), 1.75-2.19 (9H, m), 2. 30-2. 38 (3H, m), 
2.94-2. 99 (2H, m), 3.98-4.05 (4H, m), 5.92 (1H, brs), 7.09-7. 26 (15H, m), 
7. 53-7.59 (3H, m), 7. 86-7. 88 (4H, a), 8.32 (1H, s). 

N- (2- ( (2, 2- v 7 x -;P-5- (4-7 x ~)V fc^ U v> J ) ^ >3^) 75/)-2-t+ 



'H-NMR (CDC 1 s ) 5 : 1.25-1.33 (2H, a), 1.75-2.11 (10H, m), 2.38-2.46 (3H, m), 
15 3.11-3.15 (2H, m), 4.00-4.05 (4H, m), 5.89 (1H, brs), 7.08-7.24 (18H, m), 
7.45-7.72 (3H, m), 8.39-8.43 (1H, m). 
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N- (2- ( (2, 2- v 7 x -;i/-5- (4- 7 x ~ )l¥ ^ 'J VJ ) * W 7 5 J ) -2-** 




5 Htt«43tigfilt:L/T^Lfc. 
#*«©*. 

'H-NMR (CDCI 3 ) <5 : 1.26-1.34 (2H, m), 1.85-2.21 (10H, m), 2.42-2.49 (3H, m), 
3.12-3.19 (2H, m), 4.01-4.06 (4H, m), 5.80 (1H, brs), 7. 08-7. 35 (18H, m), 
7.48-7.53 (1H, m), 7.68 (1H, d, 1=8. 1Hz), 7.84 (1H, d, J=8.4Hz). 
10 %Wfr\l\ 

N - (2- ( (2- ( (2, 2- i? 7 x - ;i/-5- (4- 7 x ~ ;i/ tf ^ »J v 7 ) ^ 7 5 7 ) - 2- 

t+yxf;W7 5 y)-2-^+VI^)-2, 2, 2- h U 7^D-N-7i^7 




I 



COCF, 



15 £«0»43£H«fcLT£l«Lfc. 
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MfiL : 145—146*0. 

N- (2- ( (2, 2-^7i =. ;P-5- (4-7 x -)V\Z * 'J / ) ^ 7 5. J ) -2-tf* 




: 153-154*0. 



10 N- (2- ( (2, 2- v 7x-jh5- (4-7 x - )l tf^ U v / ) 1 W 7 5 J ) -2-:** 




mmmwtmm\zvT>>7s.>tmi&&&f&isrz. z<Di?r$>mim. (120 

mg) i h'Jx5 1 ;i'75> (80 mg) CQTHF (10 ml) »«fc3k?&T> 4-t*7x-;P 
15 #;M*-;|^d»J K (54 mg) £Jjn;L> 2EMJt#Lfc. EfcatofiSMW* ( 
100 ml) fclPAlMx^ (100 ml) TfcUfcBU fifcfttt#Trife?t^ &*8St 
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7h^77^f-l:#U ffik3L3')V~m&Z.3-)V-*#J-)\' (10:1) nm&L 

mtt&® (ioo mg) zmc 

'H-NMR (CDCI 3 ) <5 : 1.22-1.48 (2H, m), 1.81-2.36 (9H, 01), 2.42-2.68 (3H, m), 
5 3. 18-3. 22 (2H, m), 4.01-4.13 (4H, m), 5.81 (1H, brs), 7.10-7. 29 (20H, m), 
7.40-7.51 (1H, m), 7. 62-7. 70 (2H, m), 7.93 (1H, d, J=8.3Hz). 

N-(2-((2, 2-y7i ~;U-5- (4- 7 x-JP fcfS U v / ) ^ V> 7* 5 / ) -2-** 



HISW3<!:(5l^^LT^fi)cLfc 0 

'H-NMR (CDC1 3 )<5 : 1.24-1.55 (2H, m), 1.82-1.89 (2H, m), 2.02-2.31 (9H, m), 
2.54-2. 60 (3H, m), 3.25-3.30 (2H, m), 3. 98-4.09 (2H, m), 5.89-5.92 (1H, 
15 m), 7.07-7.54 (18H, m), 7.79-7.83 (1H, m), 8.04-8.18 (1H, m). 

N- (2- ( (2, 2- *? 7 xZi;i/-5- (4-7 x * U 1? J ) < >^)V) 7$/) -2-** 

7xf;W-3-7x^7o/tt$ K 



10 
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'H-NMR (CDClj) 8 : 1.21-1.38 (2H, m), 1.78-2.17 (9H, m), 2.39-2.53 (4H, m), 
5 2.83-3.03 (4H, m), 3.73 (2H, d, J=5.3Hz), 3.99 (2H, d, J=5.9Hz), 5.67- 
5.73 (1H, m), 6.69-6.74 (1H, m), 7.13-7.31 (20H, m). 
^^56 

4-~ hU^>V)l 2-((2,2-v?7xZlJl/-5-(4-7x-JHf^U^y)^>5 L JW 



10 




'H-NMR (CDC1,)<5: 1.21-1.33 (2H, m), 1.78-2.15 (8H, m), 2. 29-2.49 (3H, m), 
2.92-2.97 (2H, m), 3.73 (2H, d, J=5.5Hz), 4.01 (2H, d, J=5.9Hz), 5.14 (2H, 
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s), 5.53 (1H, s), 5.79 (1H, s), 7.13-7.32 (15H, m), 7.45 (2H, d, J=8.5Hz), 
8.18 (2H, d, J=8. 7Hz). 

4- 7 □ □ ^ > ?)V 2- ( (2, 2- v 7 x XJP-5- (4- 7 x XJHf * U v 7 ) ^ W 

5 75y)-2-^-+yx^^;w^-h 




M0>J43<h|Wlfi|{cLTv75>^M^^Lfeo £ CD v7 (150 
mg) <hhUX^;U75> (115 mg) £>THF (6 ml) ^^0-4-^7 D D^>v;U- 
0'-4-XhD7xX;k*7-#*-h (175 mg) £JDA, ^irmHf P B 1Jf#Lfc. 
10 S^JctSftimWTK (100 ml) *1®xMm^)V (100 ml) T'ffltBU &fP£ 

-)l (10:1) -ejgfcBU ^X5 L ;U-'\^>TS^L^<b'&#l (124 mg 

) zntz. 

15 H£ : 130— 131^. 
H»58 

3- 7 □ □ ^ > v 5 ;!/ 2- ( (2 , 2- v 7 x XJ1/-5- (4- 7 x ~)V tf * U 9 J ) ^ >^;W 

75 /)- 2-^+yx^;^;UA*^-h 
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: 125-12613. 

5 mmmw 

2-7-'j; -N- (2- ( (2, 2- 5? 7 x x;P-5- (4- 7 xXJWtf ^ U v / ) ^ >^;» 7 5 



y)-2-^yx5 L ;p)7-fe^$ H 




H 



ll»51T^tAcN-(2-((2-((2,2-^7x-;U-5-(4-7x-;Ptr<'JvV) 

io ^>^;W75 ;)-2-t*yxf;W7$ /)-2-**yx^;w-2. 2, 2- h u 7)1 

tP-N-7x-^7t^5H (150 m g) ©THF (3 ml) 5 SiJtTkBMfc:*- 

h'J^A*** (3 ml) $r*nA, SIT3^M!ll$l/fc. Sffc&TSt 7K£JJD 

AWKx^raamu" «afdft4toKT«c»Lfc. 
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mkz-j-iv-*? j-iv-yy^-T* (50:io:D x-mtHLmm 

<t£%} (100 Dig) 

5 'H-NMR (CDC 1 3 ) 6 : 1.22-1.30 (2H, m), 1.71-2.13 (8H, m), 2.29 (2H, t, 
J=7.2Hz), 2.35-2. 45 (1H, m), 2.91 (2H, t, 1=10. 9Hz), 3.70 (2H, d, J=5.7Hz), 
3.77 (2H, d, J=5.6Hz), 3.90 (2H, d, J=5.7Hz), 4.23 (1H, I, J=5.7Hz), 5.53 
(1H, t, J=5.7Hz), 6.50 (2H, d,.J=7.6Hz), 6.78 (1H, t, J=7.4Hz), 7.16-7.35 
(18H, m). 

10 U»J60 

l-2UW<.>i?)V 2-((2,2-v7x-;i/-5-(4-7xr:;Hf^ , Jvy)^>5 1 ;0 
7 5 J ) -2-t*VIf^Jl'A7 - h 



is mm^mm : yxfjn-f;k 

M£ : 83-84TC. 

4-* 2-((2,2-^7x-;i/-5-(4-7x-;Hf^U^y)^>^ 
) 7 5 J ) -Z--t*r V ;Wt ^ - h 




HN 
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OMe 



nmmv t mm\z lt£& Lit. 

Bt^C : 115-116*0. 

5 

3-* h^v^>v;P 2-((2,2-v^ai-;i/-5-(4-7xZi;Ptf^'J> ? y)^>5 1 ;l/ 

)75 y)-2-^yx^;w*;wt^- h 




^JS^J57 £ Hfcfc LT£j£ Life. 
10 f^Hit^ : j»I^i?lWH-f^*f>. 
: 96-97t:. 
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2- ^ h * y 2- ( (2, 2-7 7 x-;W5- (4-7 x tf ^ U V J ) * >^)V 

)75y)-2-^-+yx5 1 ;^;i//^- h 




«^J57i|Wli(iHLT^Lfc. 
5 #HTO*. 

'H-NMR (CDCl 3 )<5: 1.21-1.38 (2H, m), 1.70-2.11 (8H, m), 2.26-2. 52 (3H, m), 
2.85-2.94 (2H, m), 3.71 (2H, d, J=5.8Hz). 3.83 (3H, m), 3.97 (2H, d, 
J=5.9Hz), 5.14 (2H, s), 5.41 (1H, brs), 5.62 (1H, brs), 6.87-6.98 (2H, m), 
7.14-7.35 (17H, m). 
10 #U!0iJ64 

^ y V)V (i s) -l y > J ;i/-2- ( (2- ((2,2-^71 -;i/-5- (4-7 x -;nf ^ u *? 
j ) ^ y^)V) 7 $ j ) -2-** v x9MU) 7 $ y ) -2-t*yi^i) jpa* * - h 
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mMmtttmmzLTiST^yimm.&Sf&Ltz. cwrnytrnM. (200 

mg) £Z-L-7x-JP77-> (125 mg) . HOBt (79 mg) (15 
ml) «(CWSC (80 mg) ^-20VX'UaX. 3BPp^S-eji#Lfc. RlSiftC* ( 
100 ml) &**.ffl«X^ (100 ml) T&ffiU &fo:fe:&7j<-m#^ 

7h^77^-i:ftu IlifJ^lfiifJh^^ /-ji/ (10:1) TML 

ffSft^ft (123 mg) Sfcfc. 

'H-NMR (CDC1 3 ) a : 1. 28-1.45 <2H, m), 1.81-2.41 (8H, m), 2.42-2. 69 (2H, m), 
10 2. 83-3. 31 (4H, m), 3. 60-4. 12 (5H, m), 4.40-4.59 (1H, m), 5.02 (2H, s), 5.64 
OH, d, J=8.0Hz), 5.84 (1H, brs), 7. 07-7.28 (25H, m), 7.58 (1H, brs). 

2- ( ( K > ?)V7 5 / ) tl )VS~)V) 75/) + (2,2-y7i XJ1/-5- (4-7 x X )V 
t?^'J>V)^>3^)7-fe^ K 



mmmi2tmm\zLx^7^>m.mm^^vrz a u0y7s>m (150 

mg) t-(V^7>m^y^)V (42 mg) (Dtf'Jv> (5 ml) ®Wt&mm^T* 
mWLfzo KfofoZmftAg* (100 ml) tmm^)V (100 ml) T?#82U 

%m (130 mg) 
Bt£ : 149-152-C. 



15 




»J66 
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N-(2, 2-y7i -;l/-5- (4- 7 x - )\M 1 'J v J ) ^ W -5- 1 H □ * ->-5 - 7 



1 Lfc4-^ > V-T ;U-N- (2, 2-77 x-;i/-5- (4-7x_;P &l 
5 U xV)^>5 L ;W7'^7 5 H (100 mg) (OTHF (2 ml) t*? (2 ml) <K 

fi^*ttC*3Hft*»>*^hU^A (10 mg) ^Tk^TiD^., tK&T30#. gfi 
TlP#Hit#Lfc. KIS*** (100 ml) tm&X-^JV (100 ml) T#§2U W 

10 C20: 1 — 10:1) T8tHUWHb'&» (70 mg) 

'H-NMR (CDCl 3 )d: 1. 25-1.36 (2H, m), 1.61-1.77 (7H, m), 1.93-2.12 (6H, m), 
2.31-2.51 (3H, m), 2.93-2.99 (2H, m), 3.56 (2H, s), 3.99 (2H, d, J=5.2Hz), 
4.59-4.67 (1H, m), 5.16 (1H, s), 7.14-7.32 (20H, m). 

15 $&mw 

N-^ y v;l/-N*- (2,2-y7i -;W-5- (4- 7 x ~ )V tf^ U v / ) * >^l/) 7 7 
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o 




0 



X 



HN 




1 8T£ J& L fc N- (2, 2-<7 7 x -^-5- (4- 7 x X ;PtT ^ U S> 7 ) ^ > ^ 
;U)-3-xh^#ji/#x;i/7ot?^x;i/75 H (lOO mg) £>THF (1ml) 
2&£tK&1l^ b U 7£7*« (1 ml) ZbUX, ^fiT'll^M^Ufc. 
5 (100 ml) (1 ml) T*f0U P^X^T^tilbfc. 

t>)Vtf>m&mz 0 m^tirzts)vt-ym.t^y^)V7^y (23 mg) , hobi (30 

mg) (D7-feh~hU;U (5 ml) MlCWSC (42 mg) ^-20rt?inA. 161^^^ 

TM^Lfc. frfomzmnmtTy^-VkKmm (100 mo ^jn^s^x^ 

10 )V (100 ml) TfctlfflU &fa£i£7}cTife#&> ^7KW^hU7AT»Lfc 
S^X^-^X^-^^y-^KlO: 1-20:3) nmttiLmmit^ (100 mg 

) £#fCo 

15 'H-NMR (CDC 1 3 ) 6 : 1.21-1.35 (2H, m), 1.72-2.15 (9H, m), 2.27-2.50 (6H, m), 
2. 89-2. 94 (2H, m), 3.96 (2H, d, J=6. 1Hz), 4.37 (2H, d, J=5.9Hz), 5.41- 
5.47 (1H, m), 6.51-6.58 (1H, m), 7. 14-7.33 (20H, m). 
fWJ68 

N- (2, 2-7 7 x x;i/-5- (4-7 x ~)V 'JyV) K y^)V) -3- ((7i-;i/7t 
20 ^)V)7^/)-fa/ii-^ K 
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mmm^r^Lrc^>^)V 3-((2,2-y7i-;H-(4-7xZJHf^'Jy 
J)^>^)V)75.y)-Z-^VfuE)Vtl)V^^-h (370 mg) <DX^/-)l 
(5 ml) ®mz\mrtyi?V k%m (37 mg) Srin*.. 7K^Hffl^TMT2P# 

) ~mfcZ.3-)V-*$ S-lV-mnjy^-Tyk (50:10 : 1) Tj£tBL> 5 7S> 
tLTc 0 ^©y7$><hh , Jx^75> (74 mg) ©THF (10ml) M^tKJ^ 
Tii{b7x-;PT-b^ (82 mg) £JjO;i. 3P#^«^Ufc. S^f&^MW 

10 7k (200 ml) ^JoASiX^ (200 ml) T'ttffiU &fn«*Tifc?m & 
*KEK± h U 7 ATft* Lfc. »BET»8 Lfc SftfcJBS * -> U %?)V* y A 
^□7b^77^Hl#U »»X^JI/~»KX5 1 ;P-^^/-;U (10:1) 
fflU ll^X^-M^^&HISftLfllfflfc^tt (68 mg) 
HjK : 149-150*0. 

15 *JS0tJ69 

N- (4- ( (2, 2- S?7 xX;U-5- (4- 7 x XJHf * »J S> J ) * 7 5 J ) -4-* * 

y7^;p)^>xr$ h* 
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0 



%mM40-C£j£ Ltz* > V)l 4- ( (2, 1-V 7 x - ;P-5- (4-7 x - )V tf 1 U 5? 
: 144 — 145*0. 

^ > V)V 2- ( (2, 2- v 7 x - ;i/-5- (4-7 x " ;U tT^ U 5V ) ^ >3^l/) 75^)- 



Hifi^Jl9-e^Lfc2-7-kN^v-N-(2,2-v7x-;U-5-(4-7x^;i/fcf^ 
'jy/)^>f;W7t^5 h* (130 mg) ©THF (5 ml) ®mz.l&&mit± h 
U7AtKM (5 ml) Sln^ MTlWMiW^Ufc. £lfri££7K (100 ml) T? 

15" ")ATSI> «EET«»Lfc. uOi$th'JlW=> (272 mg) , DMAP 
(2 mg) <DTHF (5 ml) »ttfcififl;*;i/3H^ (448 mg) £*&T2jn*-. 
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2(H5NI£i&T?J*#Lfc. Kl&mztmWMfc (100 ml) *jmA»»x^;p (100 
ml) TifcffiU ft»«!&*T»sit^ h U V A«Lfc. MJET 

)l~fm*.?-)\,-*9 (20:1-10:1) T»ttJLflHHffc£<to (70 mg) £fe 
5 fc. 

'H-NMR (CDC1 3 )<5: 1.19-1.37 (2H, m), 1.66-2.08 (6H, m), 2.23-2.43 (3H, m), 
2.84-2.89 (2H, m), 3.99 (2H, d, J=5.9Hz), 4.52 (2H, s), 5.13 (2H, s), 5.77 
(1H, brs), 7.14-7.39 (20H, m). 
10 ftd&Wl 

N-(2,2-v7xr;P-5-(4-7x^JHf^U^y)^>5F;i/)-5-7x-;i/-2-5 1 ^- 




SIJSW0T^Lfc5-7P ; &-N-(2,2-^7x-;i/-5-(4-7x-Jl/hf^U v 
15 ;)^>fjW-2-f^7x>*MWSH (140mg) £7xX;H3"3lfc (33 mg 
) > 2a^»**^-h'J^A7K»f* (2 ml) (Dy7h+yl^> (10 ml) ® 

ii;fh7+7 (h'J7x^;i/*X7^» n^Wk (o) (28 mg) £in*. 

» g^#ffl^T> 6^MiiaiLfc. ft£P&, KtemZ* (200 ml) T«L 
ftftx^P (200 ml) TftfcUbfc. W$S£ffift&!£*T2feim MtK«^ 

7-f-fcftU B*x^;l^^^> (2:1) T»fflU d & ^HM Lff 8Hb 
^» (66 mg) &mtc, 
Bfcjft : 137-138t:. 
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N- (2, 2-^7 x-;U-5- (4-7x ~;Hf ^ U >V ) ^ y^)V) -5-7xrjH-7 7 



5 mm&M-V&tf. L fc5-7D^-N- (2, 2- v 7 x-^-5- (4- 7 x ~)l fcf ^ U v J 

Bt& : 131 — 132X:. 
«#J73 

10 N-(2, 2-y7i ~ ;l^5- (4-7 x ~)V t? ^ U v / ) ^ >5 1 ;W -3- 7i-JK>X 
75 K 



HM0>J32T-&fig L fc3- 7 P ^E-N- (2, 2- v 7 x X (4-7xZJI/^'Jy7 
Sfej^C : 140- Hit:. 
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(2S)-2-7 5 J -N- (2- ((2, 2-y7iZj|/-5- (4-7 ir )l tf ^ "J VJ ) ^>^;W 
7$ ;)-2-t^VX^W-3-7i-J^nAt5 K 




5 mmm^X^^Lfz^>^)U (lS)-l-^>:7Jl/-2-((2-((2,2-:77xx;i/- 
5- (4-7 xx;i/ U $V ) ^>3-)V) 75./) -2-** v x^;u) 7 = J ) -2-* * 
VX3Mk*jjl/A^-h (110 mg) WX^y-;U (5 ml) jgf£KlO%/15v7A 
E*Ut (ll mg) ^iPA, 7K^llH^T^iaT20I^F^it^Lfc. £J&*j££3j§U 
5 j&£2&ETS*lg t % h titcmz £ =y 'J 7 A 7 p v h 7*7 7 a - fctf 

10 l, mmz.rj^m&^fr-tfy-fr (20:3) ~^x^-^^7-;u- 

ggfD7> ; EX77K (50:10: 1) H®mvmmit£V>) (40 mg) 

'H-NMR (CDC1 3 )<5: 1.21-1.42 (2H, m), 1.70-2.19 (9H, m), 2. 25-2. 58 (3H, m), 
2.60-3.29 (4H, m), 3.45-4.37 (6H, m), 5.58-5.81 (2H, tn), 7.02-7.27 (20H, 
15 m), 7.87 (1H, brs). 

^ > P)U 2- (N- (2, 2-77 x-JW- (4- 7 x ~)l ^Uy;)^ >^;W -N- J* =5- 
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B-8T-&^Lfcl-^;i/A7S 7-2, 2-v7xx;i/-5-(4-7xX;i'k:^ 
UvV)^>^> (420 mg) (DTHF (15 ml) ^K^fNfcU^AT^SX^A 
(112 mg) Srfc&TiP*., SfiT?2l^ra. 60 , CT?ll$|!aj*#Lfc. £«£&£D 
5 U tK^T> * (5 ml) m»T2«j£*«Efl:^hU^A*** (3 ml) £'>LlT 
-DM*.. x-xJU (300 ml) &lntty>( h-CSiSLfc. 3&©W*SS£tS?D 

^yU^W7A^D7h^77^-l:#U ;i/ (5:1 

) ~8l«X3\H,-**/-;iHBfn7>*X7* (50: 10: 0 VmtiUstt. Ztlt 
10 Z-^'Jy> (84 mg) <D7 -£ b - b *) )U (10 ml) jg&KlWSC (76 mg) £*fcT 
iP*., imffl^UTMWlsfzo RfSWUZ*. (200 ml) SinABIflfcx^ (200 ml 

(20:1) T?»ttiLSIJ!4fc£i» (130 mg) 

15 ^sm 

'H-NMR (CDCI 3 )<5: 1. 22-1.39 (2H, m), 1.65-2.05 (9H, m), 2.23-2.51 (3H, m), 
2.75-2.96 (2H, m), 3.88-3.90 (2H, m), 4.06-4.18 (2H, m), 5.11 (2H, s), 5.85 
(1H, s), 7. 20-7. 35 (20H, m). 
»0J76 

20 ^>v;P 2-((5-(4-(3-7;M-D7xX;U)fcf^'J y7)-2,2->?7irM>f 

)W7$y)-2-t+yi^;i/A^-h msgit 
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H O 



F 



##^J7DT#e.nfc^tl(0.31 g)©f N7t h*D7 7>M(10 mine, 
4-(3-7;i/^P7x-;i/)tr^'Jv>(178 ig) fcjnfcifc. £jfc»c£3in?>iH£ft 

* 7 -JP-Mx^l' (0 : 1 00 - 5 : 95) T*t§3 1 fc. % £ tltz 7 'J - 7 = > ©X * 
/-;i/M(10 niDtC. tK^T1MX-x;H4^(2.0 mO^JUP^., «1 

5 firmware* KfomzM&TmmL. m-zzmmx.^-^*-* 

10 

'H-NMR(CDC1 3 ) 6 : 1.23-1.33 (2H, m), 1.43-1.47 (2H, m), 1.97-2.01 (2H, m), 
2. 57-2.90 (7H, m), 3.84-4.13 (6H, m), 5.02 (2H, s), 5.86 (1H, s), 6.73 (1H, 
s), 6.90-7.61 (19H, m), 11.37 (1H, brs). 



15 ^>i>)V 2-((5-(4-(2-7^D7x-;W^'Jy7)-2,2-y7xrjK>f 

. ;W7S/)-2-^vx^;^;UA^-h msm 




H O 
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'H-NMR(CDClj) 6 : 1.25 (2H, brs), 1.47 (2H, s), 1.96-2.00 (2H, n), 2. 53- 
3.11 (7H, m), 3.81-3.98 (6H, m), 5.01 (2H, s), 5.86 (1H, s), 6.85 (1H, s), 
6.98-7.43 (19H, m), 11.30 (1H, brs). 

5 2-((5-(4-(4-7;U^0 7xn^)tf^Uvy)-2,2->;7x^:;^>5 1 

;i/)75 7)-2-^yx^;u^;uA^-h mmm. 




i ii 

H O 



###I7D h nrzit&mfr mm&m t mmz l-c&js Ltc. 

10 'H-NMR(CDClj) 6 : 1.46 (2H, brs), 1.69 (2H, brs), 1.93-1.97 (2H, m), 

2.54-2.89 (7H, m), 3.78-3.98 (6H, m), 5.02 (2H, s), 5.86 (1H, s), 6.83 (1H, 

s), 6.96-7.38 (19H, m), 11.31 (1H, brs). 

^M^79 

^> : J)V 2-((5-(4-(3-* h+v7xn;i/) bf^U> f /)-2,2-> J 7x-;^>5 1 

15 jW7$;)-2-^vxfM;i//\7-h mm 




'H-NMR(CDC1 3 ) 6 : 1.50 (2H, brs), 1.64 (2H, s), 1.98-2. 02 (2H, m), 2.57- 
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2.85 (5H, m), 2.91 (2H, brs), 5.03 (2H, s), 5.89 (1H, s), 6.74-6. 92 (4H, 

m), 7.18-7.37 (18H, m), 11.33 (1H, brs). 

HJ&0IJ8O 

^ > 2- ( (5- (4- (2-* h * ->7 x-;i/) tf 1 U z? J ) -2, 2- 5/ 7 x Xjl/'S > 
5 M75y)-2-t^yxfMJl/A7-h 



'H-NMR(CDC1 3 ) 5 : 1.26 (2H, brs), 1.62 (2H, s), 1. 97-1.99 (2H, brs), 
10 2.57-2.65 (4H, m), 2.89-2. 90 (2H, m), 3.11-3.16 (1H, m), 3.81 (3H, s), 
3.89-3.98 (4H, m), 5.01 (2H, s), 5.91 (1H, s), 6.83-6.97 (3H, m), 7.16-7.38 
(19H, m), 11.23 (1H, brs). 
«#J81 

s<yV)l 2-((5-(4-(4-* h+y7i-JWt^'J-/;)-2, 2-5/7 x.^)^>^ 




H O 




H O 



8t£ : U9-120r 
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'H-NMR(CDC1 3 ) 6 : 1.49 (2H, brs), 1.67 (2H, s), 1.99-2. 06 (2H, i), 2.58- 
2.80 (5H, m), 2.90 (2H, brs), 3.80 (3H, s), 3.91-4.03 (4H, m), 5.03 (2H, 
s), 5.91 (1H, s), 6.85-6.90 (3H, m), 7.12-7.63 (19H, a), 11.31 (1H, brs). 

5 ^>V)v 2-((2,2-^7x-;i/-5-(4-(3-h'J7;^p^5 1 ;P7x-;u)tr^u 



10 'H-NMR(CDC1 3 )<5: 1.54 (2H, brs), 1.65 (2H, s), 2.04 (2H, brs), 2.48 (2H, 
brs), 2.74-3.00 (5H, m), 3.90-4.00 (4H, m), 5.00 (2H, s), 5.88 (1H, brs), 
7.18-7.32 (18H, m), 7.45-7.58 (3H, m), 9.98 (1H, brs). 

2- ( (5- (4-* 3-)V-i- 7 x ~)V hf^ U V J ) -2, 2-7 7 x - >5MW 
15 7$y)-2-^7X^;i/*JUA^-h ttttift 



'H-NMR (CDC1,) 6: 1.26-1.36 (4H, m), 1.62 (4H, s), 2.45-2.95 (8H, m), 3.60 





H O 
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(2H, brs), 3. 93-3. 95 (4H, m), 5.04 (2H ( s), 5.99 (1H, s), 6. 78-7.61 (20H, 
m), 10.95 (1H, brs). 

> 2- ( (2, 2- v y i-;h5- fcf * 'J v / * >?)V) 75./) -2-** V X5 1 

5 )Vii)vn*-v Wkte 




H O 



l H-NMR(CDCI 3 ) <5 : 1.33-1.44 (2H, m), 1.67 (3H, s), 1. 79-1.89 (2H, m), 
10 2.33-2. 54 (5H; m), 2. 85-2.87 (2H, m), 3. 65-3.68 (2H, n), 3.92-3.99 (4H, 
m), 5.05 (2H, s), 5.91 (1H, s), 6.91-6.93 (1H, s), 7. 18-7. 41 (15H, m), 10.99 
(1H, brs). 

* > 2- ( (5- (4-^ > i/)\> tT^ Uy/)-2, 2-v 7 >3=-;W 7 S J ) - 
15 2-**7X9Mk*7;PA**- h 




H O 



##«7DT^Snfcfk^«*^^»0il76tTOk:tT^J«Lfc. 
'H-NMR(CDC1,) <5 : 1.44 (2H, s), 1,71-1.83 (3H, m), 2.15-2.28 (2H, m), 
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2. 35-2.64 (6H, m), 2.83-2. 84 (2H, m), 3. 69-3.72 (2H, m), 3.89-3.98 (4H, 
m), 5.06 (2H, s), 5.90 (1H, s), 6.90 (1H, s), 7.09-7.63 (21H, m), 11.10 
(1H, brs). 

5 1>*J)\, 2-((5-(4-(3-7;^P^>>/*;P)tf^U> 5 y)-2,2-v7xr;^>^ 




H 0 



10 'H-NMR(CDC1 3 ) <5 : 1.42 (2H, s), 1.63-1.80 (4H, m), 2.15-2.27 (2H, m), 
2. 38-2.62 (6H, m), 2.81 (2H, s), 3. 69-3.72 (2H, m), 3.91-3.96 (4H, m), 5.04 
(2H, s), 5.86 (1H, s), 6.78-6. 93 (4H, n), 7.16-7.61 (17H, m), 11.10 (1H, 
brs). 

15 ^>v ? ;p 2-((5-(4-(2-7;u^D^>v;p)tf^u>'y)-2,2-> J ^x-;i/^>5 1 




H O 
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'H-NMR (CDCI3) 6 : 1.41 (2H, s), 1.76-1.80 (4H, m), 2.14-2.27 (2H, m), 
2. 36-2.66 (4H, m), 2.81 (2H, s), 3.66-3. 70 (2H, m), 3.91-3.96 (4H, m), 5.04 
(2H, s), 5.89 (1H, s), 7.00-7. 35 (23H, m), 11.07 (1H, brs). 
«#J88 

5 ^yy)V 2-((5-(4-(4-7;^P^>^)Vf^Uvy)-2,2-v7x^;^>^ 

)v)7^.j)-2-**vx.3-)\>ti)vn*-\* mm. 



10 'H-NMR (CDC 1 3 ) 5 : 1.42 (2H, s), 1.63-1.79 (4H, m), 2.13-2.25 (2H, m), 
2.33-2. 59 (6H, m), 2.81 (2H, s), 3.68-3.90 (2H, n), 3.90-3.96 (4H, m), 5.04 
(2H, s), 5.87 (1H, s), 6. 93-7. 35 (19H, m), 11.10 (1H, brs). 
«0J89 

^>i?)l 2-((5-(4-(2,4-v7;U^D^>v;Wtf^U> ; y)-2,2-v>'x-;^ 

15 y?-)\,)7^J)-i-**V3-3-)Vt})Vrt*-v jgra 



'H-NMR (CDC 1 3 ) 5 : 1.42-1.44 (2H, m), 1.69-1.80 (4H, m), 2.16-2.29 (2H, m), 




H O 




H O 
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2. 37-2.64 (6H, m), 2.84 (2H, s), 3. 69-3.72 (2H, m), 3.92-4.01 (4H, m), 5.06 
(2H, s), 5.89 (1H, s), 6. 75-6.87 (4H, m), 7.05-7.37 (14H, m), 11.11 (1H, 
brs). 



5 s<>i?)\> 2-((5-(4-(4-v77^>->*;W tf^U y/)-2 ( 2-y7x-JK>^ 



10 'H-NMR(CDC1 3 ) 5 : 1.44 (2H, s), 1.66-1.79 (4H, m), 2.21-2.53 (6H, m), 
2. 67-2.70 (2H, m), 2.84 (2H, s), 3.72-3.75 (2H, m), 3.92-3.98 (4H, m), 5.06 
(2H, s), 5.85 (1H, s), 6.86 (1H, s), 7.18-7.37 (17H, m), 7.58-7.63 (2H, 
m), 11.16 (1H, brs). 
^^J91 

15 ^y-y)V 2-((5-(4-7^'J7 tr^Uv?7)-2,2-v7xii;^>5 1 ;U)7= 7)- 




H O 




H O 
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: 134-136T} 

'H-NMR(CDC1,) 6 : 1.40 (2H, s), 2.26-3.04 (10H, ■), 3.53-3.94 (8H, m), 4.99 
(2H, s), 5.88 (1H, s), 6.63 (1H, s), 6.91 (1H, s), 7.15-7.44 (19H, m), 10.30 
(1H, brs), 10.87 (1H, brs). 

5 nm&m 

^y-y)V 2- ((2, 2-^7x -;P-5-(l, 2, 3, 4-x hy k H U >-2--f )V 



'H-NMR(CDClj) <5 : 1.26-1.68 (4H, m), 2.52-2.65 (2H, m), 2.99 (3H, s), 3.36 
(2H, brs), 3.66 (1H, brs), 3.87-4.00 (4H, n), 4.67-4.76 (1H, m), 5.00 (2H, 
s), 5.90 (1H, s), 6.84 (1H, s), 7.13-7.37 (19H, m), 11.97 (1H, brs). 

15 ^>v;P 2-((5-MV-f>H'J>-H;W-2 1 2-y7x-M>5 1 ;W75y)- 




H O 




H O 
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BUS: 121 -123*0 

'H-NMR(CDC1 3 ) 6 : 1.53-1. 62 (6H, m), 2.58-2. 64 (2H, m), 3.12-3.13 (2H, m) , 
3.92-4.01 (4H, m), 4.16-4.22 (2H, m), 5.00 (2H, s), 5.11-5.18 (2H, in), 5.86 
(1H, s), 6.77 (1H, s), 7.17-7.35 (15H, m), 12.39 (1H, brs). 

5 mm&m 

^>V)V 2-((5-(N-^5 1 ;H-7x^7$y)-2 l 2-/7x-;K>5 : ;i')7 '. 



ro lEmmMo 

'H-NMR(CDC1 3 ) 6 : 1.36 (1H, brs), 1.68 (2H, s), 2.16-2.20 (1H, m), 2.81- 
2.84 (4H, m), 3.06-3.33 (5H, m), 3.75-4.04 (3H, m), 4.21-4.28 (1H, m), 
4. 98-5.08 (2H, m), 5.88 (1H, s), 6.81 (1H, s), 7. 20-7.63 (20H, m), 11.52 
(1H, brs). 

is nm&m 

^ > 2- ( (5- (N-^ > v;i/-N-^ 3-)lT = ;H2-y7i >?)l>) 7 5 




0 




###i7D am e ntzit&m* e. mumn t nm\z t xgi& l tt 
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'H-NMR(CDClj) 6 : 1.29-1.36 (1H, m), 1.59-1.70 (1H, m), 2.05-2.13 (1H, m), 
2.68-2.89 (6H, m), 3. 74-4.06 (4H, n), 4.21-4.27 (1H, m), 4.39-4.44 (1H, 



5 (1H, brs). 
HJS0J96 

^>yJP 2-((2,2-^7i -;|/-4- (4-7 x ZL)V tf * U v J ) 7*3MI/) 7 5 /" ) -2- 



i o m^m i o d Tt# nfcf t£*w> •=> %mmn ii^icix^Lfe. 

'H-NMR(CDC1 3 ) <5 : 1.61 (1H, s), 1.94-2.04 (2H, m), 2.61 (4H, s), 2.81-2.89 
(4H, m), 3.69 (2H, s), 3.93-4.05 (4H, i), 5.08 (2H, s), 6.12 (1H, s), 6.43 
(1H, s), 7.13-7. 35 (20H, m), 11.87 (1H, brs). 
15 «#J97 

N- (2- ((U-y7i - ^-5- (4- 7 x - )VM * U V J ) ^>^^) 7 5. J) -2-** 



m), 5.04 (2H, s), 5.94 (1H, s), 6.88 (1H, s), 7. 18-7.55 (20H, m), 11.55 




H O 




0 
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: 110-1130. 

N- (2- ( (2, 2- V 7 x - ;i/-5- (4- 7 x X ;U tM U 5> ^ ) 1 >^)V) 7* J) -2-** 

5 vx^uh > K-;p-4-^;^^-b-$ h* 




Btj& : 215-218*0. 
10 ^Jg#|99 

N- (2- ( (2, 2-v 7 x x;P-5- (4- 7 x x;P U 5? 7 ) ^ >^;P) 7 5 J ) -2- 




H 



K£ : 156— 160*C. 
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N- (2- ( (2, 2- v7 x -;P-5- (4- 7 x X )V ^>^)V) 7 5 J) -2-** 




5 *Jj&W43£E«l;:UT£fifcLfc. 

jK£: 149— 152*0. 
££09101 

N- (2- ( (2, 2- v 7 x X ;U-5- (4-7 xX;|/ fcM "J y^) ^>fJW 75 7) -2-** 




§16 : 166 — 1680. 
15 $510(1102 

1 er 1-7*3^ 2- ( (2, 2- 1*7 (4- 7 □ O 7 x XJl/) -5- (4-7i-Jl^bXiJyV)^ 
>?-;p) 7 S J ) -2-** yifJI/AA/t^ - h 
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196 

CI 




'H-NMR(CDCIj) <5 : 1.21-1.28 (2H, m), 1.40 (9H, s), 1.68-2.02 (8H, m), 
5 2.24-2.31 (2H, m), 2. 37-2.53 (1H, m), 2.86-2.91 (2H, m), 3.63 (2H, d, 
J=5.9Hz), 3.93 (2H, d, J=5.9Hz), 5.25 (1H, t, J=5.5Hz), 5.89 (1H, br), . 
7.08-7. 29 (13H, m). 
*&6#J103 

Z-2un^>i?)l 2-((2,2-tfX(4-^PD7x-;i/)-5-(4-7x-;Wtf^U> ? 

io J ) ^ )V) 7 5 J ) -2-:** vxf;^ ;p a** - h 



CI 




•H-NMRCCDCl,) (5 : 1.22-1. 29 (2H, m), K 71-2.03 (8H, m), 2. 29 (2H, t, 
15 J=7.0Hz), 2.37-2. 53 (1H, m), 2.89-2.94 (2H, m). 3.71 (2H, d, J=5.9Hz), 
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3.93 (2H, d, J=6.0Hz), 5.03 (2H, s), 5.56 (IH, br), 5.67 (1H, br), 7.05-7.33 
(17H, m). 

N- (2- ( (2, 2- t*X (4-? O P 7 x -Jl/) -5- (4-7 x~;P kf 1 U ~J J ) * >^;W 7 
5 syjwvi?*)^ >H-^-2-*^#*tl-5 H 



CI 




. ' MjS : 143-145X:. 

io 

N- (2-( (2, 2- 1*7 (4-^7 P O 7 x -5- (4-7 x-;Hf ^ U 5V ) ^ >^^) 7 

sy)-2-^vx5 1 ;W-5-7PP-i'>H-;p-2-^;^^-y-$ k 
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M& : 159 — 161*C. 

rnrnmm 

N- (2- ((2,2-t'X(HDD7x ~ ; W -5- (4- 7 x ~)V 'J ) ^ >3M» 7 
5 s;)-2-**Vl^)-l-^fM > Hr^~2-*^#**S K 



CI 




Sfej^C : 107- HOt:. 
10 $M107 

N- (2- ( (2, 2- t*X (HDD7i -5- (4- 7 x 1 'J 5? J ) 1>^)V) 7 

$ ;)-2-t*vif;w-5-7MD-f > K-^-2-*;u#+-y-$ h 



CI 




15 P**§Hi£& : Bt&x3\>U-^x?\H/X-x;i/-'v£lJ->. 
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Hftjft: 133-135*0. 

N- (2- ( (2, 2- fc* 7 (4- ^ D □ 7 x - J W -5- (4- fcM »J v 7 ) * >^;W 7 



«l|102T»6nfcfl:^*^6*IS«43tR«CUT^J«l/fc. 
HA : 124-127'C. 

10 N- (2- ( (2, 2- t'X (4- 7 O □ 7 x - ; W -5- (4- 7 xHJHM U S> 7 ) «>9-M 7 



CI 




OMe 
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200 



CI 



CI 




HN 




HN 



OH 



BJ£ : 154-157*0. 

5 nmmuo 

• N- (2- ( (2, 2- (4- 7 D □ 7 x -J V) -5- (4- 7 x - )\> fcf^ U >? J ) ^ >^> W 7 

5y)-2-^yx^;W-2-7xy+^7-feh7^ H 



HffifliJ 1 02T*# & ft&ffr&tojfc & $Jfc0i|43 <h im^tC L T£j£ L fc. 

io w&%m$k\ yi5 L ;n-r;i/-A+t>. 

1&& : 143-145*0. 
«0iJlll 

^>^P 2-((5-(4-7x;^i/^'JyV)-2,2-^7iZM>5 : ;W75; 



CI 




0 



WO 01/21169 



201 



PCT/JP00/06376 




'H-NMR (CDClj) 6 : 1.24 (1H, n), 1.45 (2H, brs), 1.78 (4H, s), 2.07-2. 25 (2H, 
5 m), 2.53-2.91 (7H, m), 3. 56-3.59 (1H, m), 3.82-3.97 (4H, m), 4.59-4.61 (1H, 
m), 5.03 (2H, s), 5.83-5.89 (1H, m), 6.83-7.01 (4H, m), 7.17-7.34 (16H, 
m). 

mmrnm 

^>i?)V 2-((2,2-x7x-;P-5-(4-tf^'J vV fcWJ SV )*>?JW T 5 / 

io )-2-**yif**M^-h 



WO 0 1/2116 9 
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202 




o 



Y° 



0 




'H-NMR (CDC1 3 )5 : 1. 28-1.48 (2H, m), 1.81-1.87 (4H, m), 2.04-2.41 (10H, n), 
5 2. 62-2.94 (5H, m), 3.11-3.18 (2H, m), 3.40-3.49 (2H, m), 3. 77-3.96 (6H, 
m), 5.04 (2H, m), 5.78 (1H, s), 6.80 (lH,.s), 7.18-7.34 (15H, m). 
^M^JH3 

^ > i?)V 2- ( (5- (4- (2- 7 )V* P 7 x - ; V> - 1 , 2, 5, 6-x h =7 h H a M 'J V >-l - 

■i )V) -2, 2-i?y x -jv^>^)V) 7$./) -2-** v x^;p# ;w w - h 




HN 



;0 



10 
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'H-NMR (CDClj) d : 1.63 (4H, s), 2.53-2.81 (4H, m), 3. 06-3.23 (4H, n), 
3. 82-3. 98 (4H, m), 4.23-4.29 (1H, m), 5.06 (2H, s), 5.89 (2H, s), 6.84-7.71 
5 (19H, m). 

tert-^;l/ 2-((5-(4-(2-7MD7i-JWtf^'Jy/)-2,2-v7i-M 



10 tert-7?-)V 2-((5-kh*D+y-2,2-y7i-JK>^)7$y)-2-^y 

'H-NMR (CDC1 3 ) 6 : 1.39 (9H, s), 1. 66-1. 76 (5H, m), 1. 90-2.30 (7H, m), 
2. 68-2.89 (3H, m), 3. 63-3.67 (2H, m), 3.97-4.01 (2H, m), 4.92 (1H, s), 5.59 
15 (1H, s), 7.06-7.42 (14H, m). 

N- (2- ( (5- (4- (2-7** D 7 x =.)],) ¥^ >J >V ) -2, 2-77i -ill >?)l>) 7 

=i y)-2-t*yifjW'f > F-;i/-2-# K 
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'H-NMR (CDC 1 3 ) 5 : 1.45-1.49 (2H, m), 1.65 (5H, s), 2.05-2.10 (1H, m), 
5 2. 57-2. 96 (6H, m), 3.91-4.02 (4H, m), 4.16-4.19 (2H, m), 4.00-4.02 (1H, 
n), 5.91 (1H, s), 6.95-7.46 (17H, m), 7.60-7.62 (1H, m), 9.04 (1H, s), 
7. 79-7. 82 (1H, m), 9.04 (1H, s). 

N- (2- ( (5- (4- (2-7 )V* □ 7 x ZL)V) tf^ U VJ ) -2, 2- J? 7 x >^;P) 7 




1 1 4T*t# e. nfcffc&tta> e H»43 1 raise l t£-j& Lfc. 

'H-NMR (CDC1 3 ) (5 : 1.25-1.81 (5H, n), 2.03-2.07 (1H, m), 2.34-3.33 (7H, m), 
15 3.90-4. 00 (7H, m), 4.16-4.19 (2H, m), 5.89 (1H, s), 6.91-7.47 (17H, a). 
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7. 58-7.66 (1H, m), 7.77-7.82 (1H, m). 

5-7 □ P-N- (2- ((5- (4- (2-7)1* P 7 x =. )V) tf ^ U v /)-2,2-y7x-M 




'H-NMR (CDC 1 3 ) <5 : 1. 27-1. 83 (7H, a), 2.06-2.10 (1H, m), 2.39-3.17 (7H, m), 
3.73-4.19 (7H, m), 5.86 (1H, s), 6.94-7. 78 (19H, m). 
10 ^S£0!|118 

5-7 P P- N- (2- ( (5- (4- (2-7M07I tf ^ Uy7)-2,2-x7i ~;U^ 

>^)75 ;)-2-^vx^)'f> h*-;i/-2-*;i/^i^5 H 




15 #B#tfr*. 
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'H-NMR (CDC1 3 )(5 : 1.33-1.61 (7H, m), 2.07-2.10 (1H, m), 2.38-3.15 (6H, m), 
3.83-4.15 (5H, m), 5.81 (1H, m), 6.91-7.73 (19H, n), 9.12 (1H, s). 

t er 2^ ( (2, 2- 1: X (HDD7i -5- (4- (2- 7MD7i tT 



CI 




###J1 3D T# fcttfcffc^lW* £»flj76 <fc [^^1C LlMtit. 

'H-NMR (CDC1 3 )<5 : 1.26-1.39 (11H, m), 1. 85-2. 56 (10H, m), 2.91-3.30 (3H, 
10 m), 3.73-3.94 (4H, m), 5.82 (1H, s), 6.97-7.43 (13H, m). 
HS£^J120 

N- (2- ( (2, 2- tf 7s (4- ? a a 7 x r.;W -5- (4- (2-7MD7i b? ^ U : J J 
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CI 




'H-NMR (CDClj)(5 : 1.14-1.84 (6H, m), 1.96-3.19 (8H, m), 3.65-4.15 (5H, m), 
5 5.81 (1H, s), 6. 90-7.65 (17H, n), 9.17 (1H, s). 
H^121 

N- (2- ((2, 2- h* X (4-£ □ D 7 x -)V) -5- (4- (2-7 □ 7i-JW tf^ U S> J 

)^>fjW75y)-2-^vif;w-5-^ h^w>H-;P-2-*;^^if5 



ci 



10 




'H-NMR (CDC1 3 )<5 : 1.23-1.93 (6H, m), 2.07-3.14 (8H, n), 3.63-4.23 (8H, m), 
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5.84 OH, s), 6. 89-7. 72 (17H, m), 9.04 (1H, s). 

mmmm 

N- (2- ( (2, 2- If 7. (4-# D D 7 x -5- (4- (2- 7 P 7 x ~ )V) tT^ U v J 



CI 



5 




'H-NMR (CDC1 3 ) 6 : 1.32-1.93 (6H, n), 2.04-3.10 (8H, m), 3.63-4. 23 (8H, n), 
5.84 (1H, s), 6. 89-7. 72 (17H, m), 9.04 (1H, s). 

10 ^mwm 

ter t- 7 2- ( (2, 2- 1*7. (4- 7MD7i -5- (4- 7x";Hf^'J v / ) 
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F 




1 9 d x*m *> nrzik&vafr zmm® m t mm \z l t£/& l it. 

'H-NMR (CDC 1 3 ) 6 : 1.19-1.34 (2H, m), 1.40 (9H, s), 1.66-1.80 (4H, m), 
5 1.89-2.05 (4H, m), 2. 25-2.30 (2H, m), 2.39-2.50 (1H, m), 2. 86-2. 90 (2H, 
m), 3.66 <2H, d, J =6.0Hz), 3.94 (2H, d, J=6.0Hz), 4.91 (1H, s), 5.67-5.71 
(1H, s), 6. 97-7.02 (3H, m), 7.12-7.31 (10H, m). 

N-(2-((2, 2-tfX (4-7M07i -5- (4- 7 x -Jl tf^ 'J y J ) 1 >?)V) 

io 7s/)-2-:**vx^M>F-;M-#;i/#*-tf-s H 



F 




mmmi 23ti# t>ntdt£®>fr zmmmztmmizvT&fc Ltc 
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'H-NMR (CDC1 3 )<5 : 1. 24-1. 27 (2H, m), 1.77-2.09 (8H, m), 2. 29-2.48 (3H, m), 
2. 93-2.96 (2H, m), 3.96-4.02 (4H, m), 5.85-5.88 (1H, m), 6.82-6.91 (4H, 
m), 6.96 (1H, s), 7.07-7. 35 (12H, m), 7.45 (1H, d, J=8. 1Hz), 7.68 (1H, d, 
5 J=8.0Hz), 9.40 (1H, s). 

N-(2-((2,2-t'X(4-7MD7i^) -5- (4- 7 x - )l tf * U v J ) < > 5 1 )l) 

75 j )-2-^yx5 L ;w-5-^ pp-r > k-;p-2-^;p^^5 H 



10 1 23T# 6 flfcf 6 £Jfetil43 1 Bltt b X%fc L it . 

'H-NMR (CDC1 3 )<5 : 1. 25-1.33 (2H, m), 1.81-2.07 (8H, m), 2.19-2.46 (3H, m), 
2.98-3.01 (2H, n), 3.96-4.02 (4H, m), 6.83-6.91 (5H, m), 7.03-7.31 (11H, 
b), 7.38 (1H, d. J=8.8Hz), 7.65 (1H, s), 9.44 (1H, s). 

15 mmwns 

lert-^9-)l 2-((2,2-t*7>(4-7;i/^P7x-JP)-5-(4-(2-^ h^y7x"JW. 



F 




N 
H 
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F 




•H-NMR (CDC 1 3 ) 6 : 1.35 (9H, s), 1.45-1.47 (2H, m), 2.00-2.04 (2H, m), 
5 2.39-3. 23 (1H, m), 3. 82-3.92 (7H, n). 5.77-5.81 (1H, m), 6. 84-7. 06 (6H, 
m), 7.19-7.27 (6H, m). 

N-(2-((2,2-fX(4-7MP7x -A) -5- (4- (2-^ h+->7i H^U^ 



f 




HM^Jl 26T# 6nfcfl;^«*» <r>«W3 i H« t LT^ bfc. 
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'H-NMR (CDC1 3 )(5 : 1. 23-1. 28 (2H, m), 1. 76-2. 36 (10H, a), 2. 89-2. 99 (3H, in), 
3.79 (3H, s), 3.96-4.02 (4H, m), 5.89-5.92 (1H, m), 6.81-7.35 (16H, m), 
7.45 (1H, d, J=8.3Hz), 7.68 (1H, d, J=8.0Hz), 9.46 (1H, s). 

5 N- (2- ( (2, 2- EX (4-y)V*U 7 x ~ )V) -5- (4-(2-^ h+$/7i =.M tf ^ U v 



10 #a*y»*. 

'H-NMR (CDCI3) <5 : 1. 26-1.30 (2H, m), 1.78-1.87 (3H, m), 2.02-2.14 (5H, m), 
2.35-2.71 (3H, m), 2.88-3.03 (3H, m), 3.81 (3H, s), 3.98-4.03 (3H, m), 
5.92-5. 96 (1H, m), 6.83-6.95 (7H, n), 7.06-7.21 (6H, n), 7.38 (2H, d, J 
=8.8Hz), 7.52 (1H, s), 7. 63-7. 66 (1H, s), 9.77 (1H, s). 
15 HSS0i|129 

t er t 2- ( (2, 2- M X (4-7MD7i -5- (4- (2- y )V* □ 7 x - )V) 




N 
H 
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F 




'H-NMR (CDCI3) a :1. 19-1. 31 (2H, m), 1.40 (9H, s), 1.61-1.80 (4H, n), 
5 1. 89-2. 05 (4H, m), 2.25-2. 30 (2H, m), 2.40-2.50 (1H, m), 2.86-2.90 (2H, 
m), 3.66 (2H, d, J=6.0Hz), 3.94 (2H, d, J=6.0Hz), 4.93 (1H, s), 5.68-5.71 
(1H, s), 6.96-7. 03 (4H, m), 7.11-7.31 (9H, m). 

N-(2-((2, 2- k*X (4-y)V* □ 7z-JW -5- (4- (2-7^* D 7iZJW t!^ U V 

10 j)^y^)V)7x y)-2-^vx^;i/)-f > K-;p-2-*;u#+it^ H 




H» 1 29T# Sftfcfl:£«Jj&» & £«0!I43 £ l^fcH LT£j& Lfc. 
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'H-NMR (CDCI3) <5 : 1. 23-1.28 (2H, m), 1. 70-2.37 (10H, m), 2. 79-2.86 (1H, n), 
2.98-3.01 (2H, m), 3.93-4.02 (4H, n), 5. 88-5.92 (1H, m), 6.77-6.86 (4H, 
n), 6.95-7.47 (14H, m), 7.68 (1H, d, J=8.0Hz), 9.49 (1H, s). 
5 HflS0i|131 

N- (2- ( (2, 2- t'X (4-7;M"D 7 x ~)V) -5- (4- (2- 7MQ7x ~)V) <J -7 

y)^>^;u)75y)-2-^yx^;i/)-5-^Dn^>H-;p-2-^;i/**+it = 

■H 



F 




10 5IJS^129T#6.nfcfl:^«35^mfi«43t|RlfiHcLT^Lfe. 

'H-NMR (CDCI3) 5 : 1.23-1. 33 (2H, m), 1. 67-2. 37 (10H, m), 2. 80-2. 87 (1H, m), 
3.02-3.05 (2H, m), 3.93-4.02 (4H, m), 5. 84-5. 88 (1H, m), 6.73-6.94 (4H, ffl), 
6.97-7.47 (12H, m), 7.64 (1H, s), 9.69 (1H, s). 

15 set, TmzttitG®h£<m®izVT&j$.-ezz>. 

N- (2- ((2, 2- h* 7 (4-* fJb7x-JW -5- (4-7 x -)V tf ^ U v / ) 1 >^;i/) 7 

a y)-2-^vx5 1 ;i/)<> H-ji/-2-^;^^-y-= Ho 

N- (2- ( (2, 2- h* X (4-* x - jP) -5- (4- 7 x ~ )\, fc?^ "J VJ ) ^ 7 
5 /)-2-:**VI3M|/)-5-7 P H-;i/-2-*;^+lJ-5 Ho 
20 N-(2-((2,2-t*7s(4-^^;i/7x-;l/)-5-(4-(2-^ h+y7x^) fcf^'J 7/ 
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N- (2- ( (2, 2- fcfX (4-* 3MP7 x -5- (4- (2-^h+y7i tf^'J V J 
) ^>^;P)T5 /)-2-a-*7X?;W-5-£ P P<> F-;P-2-*^#^r-U-S K. 
N- (2- ( (2, 2- t*X (4-* 7 x -5- (4- (2- 7 P 7 x fcf'* U x 7 
) ^>f;W 7 5 / )-2-t+y x^;w ^ > H-^2-*;W5**5 K. 
5 N-(2-((2,2-tfX(4-^5 1 ^7x-^)-5-(4-(2-7^^P7x-;U)fcf^'J> J y 
)1>f-JW 7 5 ;)-2-t*Vl?;W-5-^ P p-r > H-;W-2-*^#*1»-5 H. 
gfS'J^I 1 A 

(1) #%0ilIIA-4 5<Dik£%) 10. Og 

(2) HB 6 0. Og 
10 (3)H->7.^-^ 3 5. Og 

(4) -tf^5f> 3. Og 

(5) Xf7U>i7^y->A 2. Og 

##0<JIIA-4 5T*§Sttfcrt;£tJl 0. 0g£?U»6 0. Og*icktfP-> 
X^-5 1 3 5. Og©^£tl£l 0fi»%-tf^>7K?g?&3 0ml ttf7^><hL 
15 T3. Og) lm^y'>a.©»&iiLT*B«[^Lfc»» 4 0'CC^L 

^p^TifettsLTi o o o&o^-hmzmrz. 

20 MMM 2 A 



U)##0!lIIA-4 5<D<fb£t> 10. Og 

(2) ?L» 7 0. Og 

(3) 3->X^-^ 5 0. Og 

(4) pJ«X>7°> 7. Og 
25 (5)7f7U>B67^y^A 3. Og 

ij 1 1 A- 4 5Tlb n^{k^-#J 1 0. 0gtXf7'J>Sl7^y^A3 
. 0g*Rj»ttx>7'>©*»*7 Oml (pj^ttx>7°><!: VX7 . Og) 
ttftLfcft, «&U ¥L«70. 0g£<ktfP->7*-:f 5 0. Ogtfi^L 
7Co S^«*JE«UT 1 0 0 Ote©£SI£f§fc. 
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wm 1 B 

(1) ##011 4 B — 2 CD'fta #J 

(2) &SS 

(3) □ — Z^X^ — 

(4) Mu-y 

(5) Xf7'J>l7^y^ 



10. 0g 
6 0. 0 g 



3 5. 0 g 



2. Og 



3. Og 



##W4B-2Tfl6n&ft^«10. Og£3W6 0. 0g^n-> 
X^-^3 5. 0g©ig£«£l oa**i?7^>*»ifc3 0ml (if^> 
<hbT3. Og) £fflt,\ Imm^yS/aOf^aLTWKtfbLfcft, 4 0*C 

fi£U JEEttbfc. SSftfc K«. =Mi£?9>* 9)VZ&£T$T 

E»J£5yn£T|fttfJUTl 0 0 0tt©3-hfc&fcfc. 
SAW 2 B 

15 (1) ##0J4B- 2<Dit&® 10. Og 

(2) Utt 7 0. Og 

(3) □ 5 0. 0 g 

(4) pj^tt7 ; >^> 7. Og 

(5) Xf7'J>iY^y^ 2. Og 

20 #%#J4B- 2T#^nfc{b-&tll 0. 0giXf7'J>i7ny^A3 
. 0 g^nJ^ttx>y>©7K^7 Om 1 (pJgttr>7*><!:lT7. 0 g) 
•e«8tft Lfcfc* ftj*U ^«7 0. 0z&&T$n->*?-?5 0. Ogi 

K*y*i i c 

25 ( 1 ) ###| 5 C - 3 ®fc£4fc 10. 0 g 

(2) «J» 6 0. 0 g 

(3) 3->y;^-^ 3 5. Og 

(4) ii7^> 3 . o g 

(5) X:r7U>B8T^*5/tfA 2. Og 
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#t«5C-3TH5nfcM10. 0gt%M6 0. Og 
X^-f 3 5. 0 g<DMG®&l 0fifi%if^^>7Ki§^3 0ml 
t LT3. 0g) 1 mm^ ^aCiSIl/Tg^l/fci, 4 0°C 

|£#J££yo#T|feifibTl 0 0 0^(0:3- h^£#fco 

mm\ 2 C 

( 1 ) ##0U 5 C - 3 OCUfc^tl 1 0 . 0 g 

10 (2) ¥L« ' 70. Og 

(3) □->X^-5 1 50. Og 

(4) pMx>7> 7. 0 g 

(5) Xr7U>87^y^ 2. Og 
##^!l5C-3T#enfdb^l 0. 0gtXf7 l J>BSE'7^y^A3 

15 . 0g^ttf>^>©*^7 0ml (nJ^i4x>^><i:UT7. 0 g) 
■CWSflsLfcft* ft*U 2US7 0. 0g*<t^->^-f5O. Ogi 

staitt i d 

( i ) mm i <D<tG® i o . o g 

20 (2) ¥L« 60. Og 

(3) n->X^-^ 3 5. 0 g 

(4) MvJ-y 3. 0 g 

(5) Xf7U>iT^y-?A 2. Og 

nt&mi'v&ztiftitGVsi o. og£?ut6o. ogM^->7^- 

25 f35. 0 gCDS^^l 0fiSSfi^7^>*»*3 Om 1 (-fc^^t bT 
3. Og) lmm^ryS/iCfflfSrfflbTlS^kbfc^ 4 O^Tt^ 
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SU/n Cream LT1 0 0 0«O3-h»*#fc o 

mmw 2 d 

(i) mmwi<Dik&y> 

(2) 

(3) □->7;r5'-5 1 

(4) pJ^14t : >^> 

(5) 7.x7U>^V^>?A 



5 0. 0 g 



7 0. 0 g 



1 0. Og 



7. Og 



2. 0 g 



*i«n?ft&nfcft^iiio. o gtxx7U>six'^^v^A3. o g 

^gttf>y>©*M7 0ml (BJi&£x>y><!:LT7. 0 g) 

fc. m&m&mmvT 1 o o o«©ftai*»fc. 

IE 7 y hJH*3fecDNA*fflHfcPCRiSfcJ:*9 y hSLC-1 g^ttcDNA 

5yMSS3fepoly (A) *RNA (£n — >-ry£tfc) £flf3!£U 7>^A^7 
15 .<T-£m>Ti£te^Rfc£fTfcofc. j»«E^S*tt, ^*^RNA PCR ver. 2 

: l*«fctX2 0^DNA^7'f-7--*ffl^TPCRi*fc«fc4iifi*fT&ofc. £j£ 

dna^ -r T-ttsgpfrse c»k sn*<g*oae^ $ «t 5 

20 n, SfcratcMIHttftSpe l©S»-r*«SE5«J*«#JiDSn*J:5t, 
=b^3'#j{c^n^ti(D$ijis»^(D^i§ig2?>J^#iqtfeo Ej&ttoiatftt* cdna 

fc£!5 Ail, £j*DNA:/5-f V— &0.4/tM, 0.25 mM dNTPs, pfu UF^y- 

>tt) dna#»j^7— tro.5 u\&£zmmizttm<D/*vy r--e, &&fom\t 

25 Sffltr^ 94*C • 608>©10J»®£, 94t • 60f?\ 60*0 • 30fJ\ 7213 • 150 

»©iM , *;i,£35iE»Digu ««fc72t;Tio»ng*ar-B-fc. mmom 
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ttttj, 7xy-;w-^pp*;PAam» x^y-JUtt»*ff^oTDNA&isiiRL 

5 fzo PCR-Script™AmpSK(+)^a-->^y h Uh (D^1j\Z 
®$LLtzmh&7yZ5. K^*-pCR-Script Amp SKO'vtJ-T^ P-x 
>WfZo dtl^Xi/xU k7 nU (Escherichia col i) XL-1 Blue (7. h 7 

\zm\VTMnte&vtz®, cdnaj* xwjt sfc^ ^p->£7>e 

10 ««Lfco£18tt*m*T#*U ^RtelftfleE. coli XL-1 Blue/^ «/ hSLC- 
1 fl * O * D - > £ 7 > If ^ U > if LB^ttlT-^^ Lx QIA prep8 

mini prep (*7y*>tt) ^fflW^XS KDNA*H»Ufc. PULfcDNA©- 

&&m^TMimmsi\ i*3<ttfspe uzzzmwizntz^ j?A£*ro><5g 

$#cDNAWfM-0*#$*KlBLfc. JfiSffi?U©^©fc«)0S^ttDyeDeoxy 
15 Terminator Cycle Sequence Kit (A'-^X^T— tt) fcffl^Tfrft^, Wt 

(Dmmi>m&2tiT^2>7v hSLc-i^>/\*^a (s?u#^: 3) &p-K-rs 

cDNAgS^I (Lakaye, B. et al. Biochim. Biophys. Acta, Vol. 1401, pp. 216-220 
(1998), accession No. AF08650) ©S'IMKSal IlgfiEWttiJDU 3'fiO^Spe I 

20 mm&mtmnLrzmfci-mmt-m-rzztzmmLrc mmm^-. 4) . 

###J 3 E 77 V SLC-l fSSgCHOffiffi!® 

&%m2ETmma>mm2nrz7 7 MB**©sLc-io^g75 /ke^js 

n-KU 5'WCSal lB«E*Jj&«fri)nU ££3'flJK:Spe lB^E^J*#J0Lfc 
3ieWSA$nfc7^7= KfcioTJ&SHBSISnfcE. col i(D? p->£ 
25 OPlasmid Midi Kit (+7^>a) ^^T^7^5 K£Wl!U ffllS&XSal 
I&cfctfSpe IT?«JWLT-f >1J— h«^*«OfflUfc. -f >U— hDNAfcttt&ifc 
7#P-7y\ll^£#5VUT*^9ittU 3fcfclBI>Wk 7x/-;Uttffl 

. 7x/-;u- ^pp*;PA*fcaj* x^7-;P«fclft&fTttoTigiRUfc. ji© 

■f >+r— hDNA£Sal IfccfctfSpe IT«WrLfc»«WBHia58Sffl^^^-^7^5 
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KpAKKO-lllH (Hinuma, S. et al. Biochim. Biophys. Acta, Vol. 1219, pp. 
251-259 (1994) BB*©pAKK01.11HtP5|-©^^ ^-^5^5 K) t'j&D^s 

pAKKO- SLC-l*«tRL&. 
5 pAKKO-SLC-lT^Kfe^tfcE. coliDH5 (h-3-#-) £Jg«&, Plasmid 
Midi Kit (*7#>|fc) fcfli^TpAKKO- SLC-lcDy^XS KDNA£P?§!!Lfc. £ 
tl^CellPhect Transfection Kit (77yti7 7Jl/"7y7/Htf^t) £ 
ffi^»tf®:/n.h3*fcffi-3TCH0 dhfr«ia»C*ALfc. 10 tfg<DDNA£U> 

mtt)w>^At(D^tmmmtb,2m^mzBx io 5 £fc«i x io 6 fi<DCHodhfr 

^MEMaMTi&^Lfc. SiRigWTrif«tLT< *SLC-15gHCH0jBliaT** 
##0J 4 E ££73/ hSLC-1 Hr7*^-SSSmRNA(D^31M0ig^CHO/ SLC- 

15 mm&i<Dmft. 

###J3 ET?#A££n£CH0/ SLC-1^56^D->(D^fi7^ hSLC-lMr:/ 
^-MSMmRNAO^SS^Cytostar T Plate (77ytA77^y7/Wt 
WcD^D h3;HC«oT«T©J:5fc»lJ&Lfe. CHO/SLC-1 
#tf)&^D->£Cytostar T PlateO&wel UZ2. 5 x l0 4 ffl1*^MLT24l$|ia 
20 10X3fc>PTU>fc<koT*BI&£Hj£Lifc. &well(;:0.25% Triton 

riboprobe^iP^T/Wyjy-TX^-a-fc. 20 mg/ml©RNaseA£&wel UZMZ.T 
jfi«©riboprobe£ilMbU 7V- h£ck<ft#Lfc^ /W^U^-fXLfc 
r i boprobe©&St?gtt£Topcoun terT«!l£ t fc. ttWffitt©S V»«c**bRNA5631* 
25 SOW*. ■RNA3B8*0K^3#D-->©+j&V£, D->#^44?:^ {Cffl^ 

##00 5 E t hSLC-1 cDNA^tfT^T^ K©^!! 

k M&ie*S**cDNA library (SUPERSCRIPT* cDNA Library;GIBC0BRM±) 
Genetrapper cDNA positive selection system (G I BC0BRL&) a-TMZffi. 
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ot , 7 7-'^ Fl X>F*?l/7— tf£ffl^T, DNACnickSrAtlfc^ X 
yx'jtT n'J x*y*?U-7— M iu~?WittZ>z\tlz£K). i*^t h 
MM^cDNA library^ML/i. 
Kolakowski Jr. ^> (Kolakowski Jr., et al (1996) FEBS Lett. Vol. 398, pp. 
5 253-258) CD^Kgo'^Tf^LfciB^Wf : 6 0£/j£:*U ziJ^ZV^^Y ( 
accession No. U71092£>1434-1451K*|^) <D3' *$SCbiotin-14-dCTP£ 
Terminal Deoxynucleotidyl Trans ferase£ffl^T#ftlU biotin-ft^'J 

l#$gt bJ&!E!!St&£cDNA library 4 J ug£95 < CTl#£iSLfc&, ^±^^1^ 
10 U biotin<k^Urf^^l/^K20 ng&iP^., 37-CTMPm astf/WT'U*' 
a >/ty y-T XLfc. X b h 7 If 5>>lf-Xfc 

JIItL MAGNA-SEP Magnetic Particle Separator (GIBCOBRLtfc) biotin 
jttiJ rf* £ I/*?- Ffc/W ^Xl/ftl*»t hJfeJBjWa#cDNA£JMI 
U Kolakowski Jr. <btf>?g@ (Kolakowski Jr., et al (1996) FEBS Lett. Vol. 
15 398, pp. 253-258) {C*0*^Tf^SLfclB5iJ## : 7 <Z)£j£* >J =f * * 

h* (accession No. U71092tf>1011-1028fc:ffi^) 50ng^^^-rT-HLTTXa 

##0J 6 E J£gf£Lfc t hSLC-1 cDNA£^tf^X^ Ktf)&SSB?iJtf>&£ 
###15 ET#f)tlfc7"77$ H^ELECTR0MAX™DH10B™Cell s£ X hP# 
20 l/-y 3 >ft-eiALT^Sfeiim cDNA^A8frJt£&^n->£7> 

t^u>&m-gai£^mB^jgi&+Tit#u a&£M-r 

«»Lfc^£#RT?t?tHvr#«U JBSfeSlttE. coli. DH10B/hSLC-l£#fc 
. fl-*©^D->*7>tr^ , J>*^tfLB»«T-»fc«tlL> QIA prep8 mini 
prep (*7y>ft)£ffl^T:/^X= KDNA&UHBLfc. tt*BBJ"Jft^©fc«>© 
25 Kf&\t> DyeDeoxy Terminator Cycle Sequence Kit (A— ^>x;p"7— £t) £ 

% 8\z7frrmmme>nrz 0 z^zn^ntzmmmm^-^T^j^/m 

(BE*iJ##: 9) Lakaye£>0>$8£ (Lakaye, B. etal. (1998) Biochem. 
Biophys. Acta, vol. 1401, pp. 216-220) fcfct»T, t hSLC-1 cDBB^iJSr^tr 
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th^fe^DNABB^J (accession number :Z86090) <£t>il:LT7y hSLC-l7^£> 

5 ^ftfe&ftEscherichia coli DHI0B/phSLClL8^r I FO&itfN I BHfC^ffcL 

7 E k Mte!ejH**cDNASffl^fcPCRj£C«J;* k SSLC-lcDNA©t§ifg 
^->h7>y7'&£efcD?D-x>^$ftfck hSLC-lDNABH^J^try 
5*5 h'^ilil/, mvmn: 1 0*J«ktf 1 l©£fiB>NA:77-rT-£Eai# 

io *t : 1 2*«tr;i 3©^NA^5>r-7-*ffliriTPCRj*»c < fc*iiMi*^n^n 

ftti-Dtz. M*©J|MlDNA£khSLC-I(S)£, &=£©iii|BDNA£k hSLC- 

sttXEawttinStt* *fc3'fi9(c*aisi^mspe i©§g^3&g@B?yWan£ 

SLC-l (S)iifi©Sj£S*Oi|ftfigfi, k hSLC-lDNAE3»J*^tr^5^5 

tfU -&^DNA^7-rv-^-0.4/zM, 0.2 mM dNTPs. pfuDNA^ >J ^ ^— tfo. 5 # 1 

-f ^fchr-^MM*?- (/v-*>x;k?-#) 94-c • 60#©*id 

20 &©&, 94*C • 60tk 57«C • 60&\ 72*C • 150»©1K *;W£25|el*IOSgU £ 
«t72'C-10»«aLfc. fchSLC-ia)**0EJ&*©*WM4 % khSLC-1 
DNAfiW«*tr^7X5H«ai5 itU ^DNAy7-fT-ft0.4^M,-0.2 mM 
dNTPs. pfuDNA#U^5— tTO.5 w l*5«klX»3(5fc#jR©ny 7 £££ 
fil£50 {MltLfZo M$S<Dfz#)<D+)-'( t? MtV—-?)],-*^ 2 (A'-+>x 

25 ;UT-|fc) 94"C • 60#©Mft©&, 94r • 60&\ 60*C • 60#, 72"C • 

###18 E PCR^#J(7)^^X5 H^^^-'\©-?ty^D-->^ c fcyCJfA 
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5 tzo PCR-Script™ Amp SKC)^D-n>^«> h (7 h 

ftV^ IHJRLfcDNA^y^T.S H^^^-pCR-Script Amp SKO'vt^? p-~ 
>^Lfzo ^tl^rX->x'J k7 3>J (Escherichia col i) DH5 acompetent cell 
(h-3-#-) CgALT^Hfe&Lfc^ cDNA}fA8fm-£ft'07ni->£ 
7>hf->U>*3ctm-gal^trLB«^**T^U, e££Ml-3?D-> 

10 W£M»Lfco3m&£fflV>T#gSU t hSLC-1 (S)<DMm&&m. coli 
DH5 a/hSLC-1 (S) t h hSIC-l (L) ©^Rfe^^E. col i DH5 a/hSLC-1 (L) *%tz 
0 7 >t'->U>£^mBigmf-lftig*U QIA prep8 mini 

prep (*jy>&) 5ffl^T^^5 KDNA^iHISUfc. US? L^DNAO— 35Sr 
ffl^TM^Sal IfccfctfSpe If;icfc59J»r£TT&^ JfA£nW3g## 

15 cDNA^t(DA-#££?l§gl'/c <> &g@E^J<Dfc£<£fc&<£RJSteDyeDeoxy 
Terminator Cycle Sequence Kit >x;i/-7-*±) £Jfl^Trr&K 

liH5^£l#S!£:LTgaJiJ#^ : 1 0*5«fcl^l 1 <£>£/&DNA7'7< T-TifUS 
ftS^DNASB^J (B2?iJ#^: 14) ^tft: hSLC-litfc^SlfSji: LTBH 
20 1 3C0^DNA7'7-TT-T-liit6$n-5^#DNAg2^J (BE 

?"J#^: 1 5) C^tl-?n-gcLfc. 

##0<J 9 E t hSLC-1 (S)f8JgCH0«llia*«fctf t hSLC-1 (L) ^^CHO^flS^f^S! 

##0<J 8 ETE*J>W*B£ttfcfc: hSLC-1 (S) «h, t hSLC-1 (U^iAStlfc 
7^7 = HC<fcoT»fitett*nfcE. coli©7P->ctOPlasmid Midi Kit 
25 (*7y>#) SiHT^775KeSI»U $fl68$Sal I&cktfSpe 

□ □*;PAttili,X^y-;i/a:®*fT^oTl5lJ|XLfc. iO-f>1r- hDNA£Sal 
IfcJ;tfSpe IT^SffLfeMSB)!S^ffl^7^-7^75 KpAKKO-lllH ( 



WO 01/21169 



224 



PCT/JPOO/06376 



Hinuma, S. et al. Biochim. Biophys. Acta, Vol. 1219, pp. 251-259 (1994) 
ia«©pAKKOl.llHtH-0^^^-^7X5 H) 

i§) *fflV»T9-ry-^3>*fT&^ ^e^Sffl7'^XS KpAKKO-hSLC-l(S) 
^pAKKO-hSLC-l (L)£#MSLfc. 
5 pAKKO-hSLC-1 (S)£cktfpAKKO-hSLC-l (UTJBJHE&LfcE. col i DH5 a ( h- 
3-#— ) Plasmid Midi Kit (*7Y>#.) £flH>TpAKKO-hSLC-l (S) 

£pAKKO-hSLC-l(U© 7*5X5 HDNA£H«Lfc. ZLtlSrCel lPhect 
Transfection Kit (TTv'-f A77^y7/Htr^t) £/H(^#©7p 
hUJK^oTCHO dhfrWtC^ALfc. 10 ^ g©DNA£ 'J >@£#;W>7A <>: 
10 ©#»»»»£ U 24B#fflM^5 x 10 5 ££&1 x 10 6 ffl©CHO dhfnM£J§g 

l tt i o cdix * - u\zmm v re, i o % v isWAOLm&istsm a t&m-Tf \ n to* 

**»»te«MWa©3P--56^P->*«fclX, t hSLC-1 (L) ite^ACHO 

ioe t hsLc-i (s)£etu*t hsLc-i a) dirna©^*©^*^ 

###J 9 E-C^i^n^CHO/hSLC-l (S)**567 P->£cttftHO/hSLC-l (L) 
$c6l7P->©mRNA©f65IS£Cytostar T Plate (77ytA7 7^y7A* 

CHO/hSLC-l(S)^£cl;m:HO/hSLC-l(L) *$©#7 P- >£Cy tos tar T Plate©& 
welUC2.5x 10W^MbT24B#TO#bfc^> lOBsJ^TU >KJ:oTttl 
#welllc0.25% Tr i ton X-100£«SJDUTJHfla©jS»tt*i&tf fc 
"S^^LfcE^iJW: 1 6©riboprobe£in*TA^7U^;C£1££:. 
25 20 mg/nl©RNaseA^welltUD^Tjilll©riboprobe*t^bLx 7V-h£«fc< 
Vi& L / W 7* <J TV X L r i bopr obe ©ft £Topc oun t e r T$J£ L 

#Jc7P->#^57S:^Cffllrifc. 

M^b^©GTPrSA^>f ! ^ >7*7y-k-f^fflV^7>7P*n7 
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##0U OEX-mZtltzt hSLC-l^CH0M^P->57* t fc^##^J4E 
m^tlfcyy hSLC-l^SCHO«^D- >44£ffl(^T, OTWfeKcfc Dig 
5 mM EDTA(X^l/>v ? 7a >Bg^§D^»Lfc'J 
5 S&JItK (PH7.4) fckK fe^tX^y hSLC-l^CHO^Jia(lxl0 8 <@)^M$ 
i2\ ji^Lfc. MCJhtS?*— h/ty7 7-(10rtlMaHC03 , 5mM 

EDTA> pH 7.5)£10 mlttl*., #U hP >*^:M1f-£ffl^T*^ v*- b 
Lfco 400XgT15»W3*^UT#e»nfc±fll*S f>tl00,0OOXgTira«^L 

10 Tris-HCl (pH 7. 5), 1 mM EDTA, 0.1% BSAC^MffT;!^ », 10 mM MgC12 
, 100 mM NaCh ImM GDP J ^>5'--U >M) . 0. 25 mM PMSFC7 x^JM 
fMMo^7JW7-fH), lmg/ml ^X^X 20mg/ml □-T^7 P ^ 1 > 
lOmg/ml 7*77*7ih*>]fc»Il/. lOO.OOOXgTlWfSS^Lfc. it* 
tJtUTHJR^nfcigH^fTOO ml(D7y±^( A'77 7-l:i»U 

15 & -80° CT&#U ^OMSPi^Tffl^fc. 

l/>H©96ft:/V-hfc. 7y*'f/ty7 7-'Tr«R^fcSLC-l*»CHOtiiail 
■#17UH&#£Lfc«» DMS0^T-#f?L7c3xl0 ,0 M MCH 2 ml, S*<Z>iig 
K#RUt«*flS^«ll* 2 ml, ^«fcdf[ 35 S]-Guanosine5'-(r-thio) 

20 triphosphate m-ft&M&h tt9» 25 ml?:, ^tt^n»Lfc<iMB&il£&i£& 
:20mg/ml, [ 35 S]-Guanosine5'-(r-thio) triphosphate*!^ : 0. 33nM). 
R«*25*CT1^ »#Lfc#6£Jfc£4*m #7*74)W-(W-C) 
*ffllr>T»Sl^aiU SfcfcUfeiWK (50mM Tr is-HCliH»i& pH7.5) 300 mlT3 
@ft#Lfc. y5X7^l^-«ftv>^l/-?-£50ml»U gtefctt 

25 >^U-v 3 >#«7>*--mtLfc e 

(%) =(flS^»t MCH*»UDl/fci#©ttitfiltt-DMSO*tt*«S 
iOLfet^OKW^tt)/ ( MCH**JlDLfct#©ii[»?Stt-DIISO»ttft*ftlL 
fct^O^Stt) xlOO«i:UT, g^It$ (%) *6flS^llOIC S0 Ift 

KEtaufc. cai) fc^-t. 
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10 JEMSIft^ ©TO-j&^fltLTWffl-C**. 
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imv>mm 

i. a 



(0)j 




5 Ar 1 *3J:^Ar 2 «^n^nS^SS:WtTViT ! fe«fc^^S : ^S^> 

io R 2 *3«trXR 4 «^n^n(i)?K^ii^ (iim&S£WLWTt><fc^7;u* 

£R 2 c&SWiR 3 t R 4 «l?IST§^*MTi:*^@MS2:WLT^Tt>«fc 

15 T&S^-VJjill*;!/*^^. 
2. Ar^^tfAr 2 ^tl^tl 

(a) ADy>^^ 

(b) c , _ 3 7;u* v > v** *>s, 

(c) -hDS, 
20 (d)^7/&, 

(e) APy>'fb$nTViTfe<t^C 1 _ 6 7;Wl/S, 

(f) /\py>'fb$tiT^Tt)«fc^C3_ 6 v^o7;wws, 

( g ) /\py>'fb$nT^Tt)j:^c 1 _ 6 7;i/p*'>s, 

(h) Apy>{b$nT^Tfc=t^c,_ 6 7;u*;^^ 

25 (Otl^P + ->I, 
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(k) =e j - c , . 6 r;wu75 y a, 
5 (n)*;i^;i^ 

(p) c ,.,7;w-*^z;w+'>at, 

10 WC^Jj^+y-^^JH, 
(s^^At^S, 

( t) c , _ 6 7)li + v - - ;i^x*g& $ tix irix t> J; ^ty - c t _ 6 7;i/ 

(u)C 1 . 6 7J^+y-*M-;i,ST?Ii$nT^Tfe«J;^y-C l . 6 7M 
is ;p-#;pa^;i^ 

(w) C,. ( 7J^J^j^zjH, 
(x) c ! _ 6 7; wptjp? ^ - 

(y) ±IB (a) & L (x) ^ ^jlfcftlS 1 L 4 f@©®$S£W LTUT fc«fc H 

20 c 6 _ 10 7U-;u»> 

(z)±fE(a)&^L(x)^£>jItfn5 lfc^l/4fl©flKfc2&&#LTVvrt>«fcl> 

c 6 _ 10 7U-;^*v», 

(aa) APy>ftSnTWt>«J:^C 6 . 10 7U-;P-*;Pxl?^*, 

(ab) AP^>ft$tlTWb«tV>53&liL6m©»*ill-*;Pfc;PS, 
25 (ac)C,_ 6 7;i/3^>'-*;i/7t?-;i,7ayS, 

(ad) C 6 _ 10 7U-;i/-*;^-jP75/», &J;tf 

(ae) C,_ 16 79^;^+v-*;^-;HS*^^*» (Aag) frbMltti 

zm&m&iu^is5®&vx^xb&\,* (i) c 6 _ 14 7u-;ussfcti (n 
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5 ikfcm&Z ; 

R ^cfctfR 3 7^^*1(0**0^ (ii)-CO-R a >-CONR a R 

o 

b , -SO-R 3 , -S0 2 -R a , -CONR a R b , -COO-R a , - ( 
C = S) 0-R a , - (C = S) NR a R b , -SONR a R b , -S0 2 NR 
a R b , -SO-0-R a ££te-S0 2 -0-R a TSfc^nST^S [ 
io 5**K R a te (A) tMSIICT; (B) ii)W*zs)Vm; 

(O (a)/\uy>m?s 

15 (e) ADyXt^nWTfcJ^C j_ 6 7 ;WPg, 

(0Apy>{b^nT^xt)«J;^C3_ 6 >'^DT;wPS. 

( g ) a ny xtsnwx t> £ » c , _ 6 tjv? 

(h) a □ y ><t $ tiT v>T <t c , _ 6 7 ) ^Ji/fts, 

20 (j)7^ys> 

(i) c , _ 6 t;wu7 5 y s> 

(m) C j _ 6 7)V*)V-t>)V#-)),T a/*, 

(n)*;i/s;i^ 

(q)#;i/#*~>;i^ 

(r) c , _ 6 * v - rt^fc^s, 

(s^ua**^;^ 
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(0 =e j - c , _ 6 7)i*)v-t>)vn^ )im, 

(u)y-C,. 6 7)V*)V- % )m> 
(w) C 1 _ 6 7)V*)V7> )l* 

(y) H«f2 (a) & H L (x) j&> £>^tftt5 lUto b 4 <@<Z)ffi&*£W LT h J; V> 
C 6 _ 10 7'J-;^ 

(z) ME (a) (x) $ jltfttS 1^14 ®<7>M&g£W LT^T J; V* 
C 6 _ 10 7'J-;U**>'*, 

(aa) v - C l _ 6 - * ;^-;U7 ^ / 

(abjx^^T^-r;^ 

(ac) c , _ 6 * v - # ;i/**-;i/7 ^ / m> 

1 5 (ad) C 7 _ 1 6 7 7 )l*)V** is-Jj)l#-)V7=i; 

(ae) C 7 . 16 77W^y8« 

(af) C 6 . 10 7'J-^-*J^-;H, 

(ag) Cj.eT^^-^^^^+vS, 

(ah) C 6 _, 0 7 U -)l-t>)V-$-)V7=i 7*. 
20 (aiJCe^oTU-^-^JW^-f;^ 

(aj)c 7 _ 16 7^;wu7= 

(ak) c 7 _ 1 6 7 ^ ; Wktt - ;U7 5 / m& J: 

(al)C 7 _ 16 7^;P^;U^v-*;^n;^^vS^6^§P (BaS) a>& 

^«ti^g^«€r i t^^l sfBWtTViT'b.fcViOc,.^;^;^. (Dc 2 _ 6 
25 7)V*~)i& ®c 2 . 6 7;^n;i/^ ®c 3 _ 6 v^d7;w^ <Dc 6 _ 14 

7U-^*^fc«©C 7 _ 16 7^;Wl/S ; 

(d) b)AaMfribmtftLz>m&m, 

(b) B agtf>^Mn£M&S£ 1 5MWLT^Tt)<kVi(DC 1 _ 6 7;P 

<Dc 2 _ 6 7;py-;^ (Dc 2 _ 6 7;M^;i/g> @c 3 . 6 ^D7M 
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(c)t*vi*J:^ 

(E) c,.,^;^*^-*;^-^** ; 
R b tt**JK7- ifcliCj. 6 7)l*)l& ] $ tt 
(iii)B a»A^Stfn<5BttS*l^L5«WLWTt>«t^a)C 1 _ 6 7 

;^jh, ®c 2 _ t 7)W=.)i& ®c 2 _ 6 7;u+-;i/8, ®c 3 _ 6 ->*n7;u 
10 (Dc 6 _ 14 7U-;PS*fett(Dc 7 _ 16 7^;WPS^ ; 

R 2 R 4 ^n^tl(i)7K^lI^ (i i) B a ^SP^ItfilS 

R 1 £ R 2 £fcttR 3 tR 4 #B8-r*&*fiC^£#fc 
15 (i) 5£ 



VttiS >0, >C = 0, >C (W) -W a ££te>N-WT'S:b£nS 
S (Wtt(a)jMMC^ <b)Ba#j&>Sjgfcm3B&££lfcV*L5iHWUT 

20 ir>Tt>«kiri®c 1 _ s 7;WPS, ©c 2 _ 6 7;u^^S> d)c 2 _ 6 7;i/*~;i/X 
, @c 3 . 6 y^D7j^n, ©c 6 _ 14 7»J-;i/**Ac»(Dc 7 _ 16 77;p*;i/ 

25 7;WP££jjVf) > 



(ii) 



WO 01/21169 



Page 234 of 284 



WO 01/21169 



PCT/JP00/06376 



a amfrt>m\xnzm&&& 1 sewi/r^xfccfc^&^L 1 2 



(3+* ES^AaP^^jKin^fi^XSrl^^LSfiWbX^Xfcctl^ 

X(i-CH 2 -, -CO-^fc«-CH (OH) 
10 Ytt-CH 2 -, -0-$fctt-NW b - (wNi(a)**J^£fcte(b)B a 

n \t i &n l 3 <DM&**kt) -z&zn%>&z*tm#m 1 ia«©#j. 

15 3. Ar 1 *3<k^Ar 2 A^n^n 

(a) /\oy>fl§B% 

(b) C j _ 3 7)V* V > v** ->S> 

(c) -Nd^, 

(d) ->7yS, 

20 (e)/\ny>fl:SftWTt ) j;nc j.jZ^+M, 

(f ) a o y >fcsn wx t> «t ^ c 3 _ 6 -> ? □ 7;p*;i/X, 

(g) ADy>-fb$nxviX ! b c kvic 1 _ 6 7^3+xa, 

(h) A oy>ft$ ftX V>X "b «fc Iri C j _ 6 7)l*)l9-*&, 

25 (j)7S/S, 

(k) t / - C j _ 6 7)l*)V7 a / & 



(iii) 5* 




WO 01/21169 



233 



PCT/JP00/06376 



(m) c , _ 6 - * )i-#-)i7 s / », 
(n)*;i^jug, 

(ojc,.^;^-*^-*!. 

5 (p) C , . 6 7^*;P-*M-M*yl, 
(r) C j _ 6 7)VU * z/ - tifrtf-)^ 

io (ujy-c,.^;^^*;^^^ 

(w) C , _ 6 7)V^)lX)Vt^-)im, 

(x) c , _ 6 t y * 

(y) ±15 (a) ft H U (x) ^ e>Slfc£n5 1 ft l> L 4 <@<E>M&S£W L WT V> 

(z) ±12 (a) ft ^ v (x) a* e. srin* i ft v> 1 4 ib ©e&s * w l t t> «£ v> 

C 6 _ 10 7U-;P**->**»&fifc38 (A8) ^S>jI&;rft3tt&S£lft^l>5 
<@WLT^T*><fc^ (i) C 6 _ 14 7U-;P*^fc« (ii) ^TOl:^^ 

20 I)iC^£^fr5ft^bl 4M©#Stt^fe«^^S^^®«S:, 

«t < y g £ fc »^ y STS« sntmi^c,. 6 JBttftMifl:** 

R 1 * t fcZ>*R 3 ^n^n(i)7K^II^ (ii)-CO-R a , — CONR a R 
25 b , -SO-R a , -S0 2 -R a , -CONR a R b , -COO-R a , - ( 
C=S) 0-R a *fctt- (C = S) NR a R b lr^$ni.7v;PS (5£+ 
, R a (i (a) (b) 
(c) (a)AD$*>Jg^\ 
(b) C t _ 3 7;P* V > y't*yl, 
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(c) -hoi. 

(d) y7/S, 

5 (g)Apy>{b^nTViTt)j;^c 1 _ 6 7;u3^va> 
(h) a p f xtz nx ^x ct c j _ 6 T;i/+;i/^S. 

(m) c ^jj^-ajh^t^;^ 
(n) 

15 (q)#;i^*v;i^ 

(r) C , _ 6 J)VU * v -i3)l^~)im. 

(s)*;i/A^;i/», 

(u) v- c 1 _ 6 7;p+;^;UA ,; &-f';^ 
20 (v)^;i/^S. 

(w) c^eT^^x;^-^ 

(x)C,. 6 7W^il'7^-JH, 

(y) Bute (a) ft ^ L (x) & h WiitVb 1 ft ^ 1 4 ©OMISSrW LT t> <fc ^ 

25 (z) buIB (a) ft ^ L (x) e. jl^n^) 1 ft ^ L 4 e<Z)g$*£W LT t> «fc 
C 6 _ 10 7U-;M-*v*i5«fctf 

(zz) buI2 (a) ft lr> t (x) ^ <=> ^tftlS 1 ft H L 4 ffl<Z>g&S£ W V>T £ V > 



WO 01/21169 



235 



PCT/JP00/06376 



(d) (a)/\py*>H^, 

(b)c 1 _ 3 7;p+i^>> ? ^+va> 

5 (c)rhDl, 

(d) y7;l, 

(e) (aa)APy*>m ; f. (bb) C 1 _ 3 7;i^U>> ? ;t-*v*, (cc)zhDl. (dd) 
y7;l, (ee)/\U^>^nX^Xh^C 1 _ 6 7)l^r)m. (ff)APy> 
ft$nt^Tt>J:^Cj. 6 y^n7;WI/S. (gg) APyMbSnTUTtJ; 

io ^c,_ 6 7;i/p+vS> (hh)Apy><bstiTiriTt>«tviCi-67;i/*;^ 

(ii)k (jj)75/S. (m=ty-C 1 _ 6 7)l=¥)^7S./m 

, (ii)v-c 1 _ 6 7;p+;i/7=/S, (mm)c 1 _ 6 7;u+^-^;i'#-;P7 = y* 
, (nn)*;i^;ns, yc^^w-*;^-;^ (pp)c 1 . 6 7;wp- 

jljj^zM+yi, (qq)*;^+S/;i/*» (rr) C ,_ 6 7;PP + 

15 (ss)^;i/A^<;i/S, uo^y-Cj.^Wkfr^A*^;^. (uu) 
^-c I .,7;i4**M i E'f;W6, (vv)7.;i/*g> (ww)c,_ 6 7;W^;u* 

(xx)C 1 _ 6 7;U^;UX;P7^^;i/», (yy)iiiifB(aa)&^L(xx)^£}I 
tf n* 1 L 4 ^©M&S£*r l/WW^C 6 . 1( 7U -J^, (zz) MfE 
(aa) /J: ^ L (xx) bMttnz 1 ft l> L 4 M©ttmS£W l/T^Tt»«t^C e . I 
20 0 7'J-;^*->**«tlX(zzz)MaB(aa)^^L(xx)^&Stins lfc^U4<@ 

ifcS£WLwcfc«fc^c 1 _ 6 7;u4 i ;i'S, 

(f) Apy>-fb^nTViTt)J:^C3_ 6 ey^P7;p+;us, 

(g) Apy>-fb$nx^T ! b«k^c 1 _ 6 7;wp^->«, 

25 (h)APy>fb$ttT^T&«fc^C ,.,7MJPftI, 
(i)bKD*yi, 
0)75 /S, 

(k) ; Ey-c 1 _ 6 7;wP7^ya, 
(i) v- c ,. 6 7;W75 
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(n)*;i^;pg, 

(p) C 1 . l 7W-*JK=Jl't+>'i, 
5 (q)#;M?*x;u£, 

(r) C ^^i^+y-^M-m 

( o =e j - c , _ 6 7)v*)vt> )vn^ 

(u) y-C^jT^WJWt-f^S, 

io (v)x;PxtN*> 

(w) C l _ 6 T)l*)V7s)V*-)V&, 
{x)C l _ 6 T)l*)V7,)V7'<-)V&, 

(y) huI3 (a) fcn L (x) 1 L 4 <®£>g&» £W LT V>T <fc V> 

C 6 _ 10 7U-;M-*'>S*>6Jfc5» (CP) fr^tfn£fX&»£l&^L5 

®c 2 _ 6 7)i^~^m, ®c 2 _ 6 7;i/+-;^ @c 3 . 6 y^D7;^ 
(Dc 6 _ 14 TU-;^^>ctt©c 7 _ 16 7^^+;p*5:, 

^»^#LT^Tfe=t^C ^T^Wl^fcliO i i) BmfrZf&Zmfr bil 

R 1 tR 2 ^fe«R 3 <!:R 4 ^TO-r^^J!I^<i:^tC 
(i) 5£ 



WO 01/21 169 



Page 239 of 284 



WO 01/21169 



PCT/JP00/06376 



Vtei£ >CX >C = CX >C- (W) W a ^fc«>N-WT'gt>$n^> 
S (Wtt(a)**JBC^ (b)BS*>&»tfn*«ift«l&^L5«#LTlr> 

Jfc«(c)ASP^6I^Iil^l/<i:^L5ItlT^TfcJ:K 



lrVt*>«fclr>#3R£fctt2S3tt©4fc^Ll 2M^£. DIRttASA^atftl* 

(no ^: 

.(CH^m-^ 
— N Y 
(CH 2 )n-\ r (CH 2 )k / ' 



X(4-CH 2 -, -CO-ifctt-CH (OH) 

Ytt-CH 2 -> -0-Jfctt-NW b - (W b ^a)*^IHWc«(b)Bf¥ 

4. A r 'M^A r n(i)ADy>Hf StttC^eTJ^^yST 

25 Tfe«ktXBg^^e.ji«tl51^Vib3<a©'\xPJI^^tf5*fc«6M 



(ii) 5£ 
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6 . j ifi 0 SgffcfcE 1 fEfcM. 

fect^C 7 _ 16 7'7;WHI^fctt(i i i) C 1 _ 6 7;i^*v£#l,TV>Tfc«fc^ 

R 2 **(i)**M^ (ii)C 1 _ 6 7;WPSSfett(iii)C 7 . 16 T7;WU*$ 
mtfr ; R^R'A^Rfirrs^K^tWc 
10 (i) ^ 

SB£» V 1 ^ >CX >C (W 1 ) -W^fcfcJ^N-W 1 (W 1 «(a)7K^M 

^ (b)ADy>nf, ADyMb$nT^Tt>«t^c 1 _ 6 7;i/^;PS*3«fc^ 

*S*tt^ttlfc^L2flWLWTt>J:V>C 6 _ 14 7U--;i4k (c) 
20 (ii) ^ 




Wb«tV>#lRtt*fctt2iRtt©5»:lriLl 0MSi£> D 1 jRttC 1 _ a 7 , ;U4 1 * 
X, c 1 _ 6 7;U3*vS*«J:t;c l _ 6 7;Wi/-*^sl?r.;us^&^*»A^a 

(iii) & 
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m> 75 ys. c 1 . 6 7;i/^-*Jtoi^75yi^c 1 . 6 7^+y- 

R 3 ^(i)7K*^, 

-CO-R 5 (R 5 tt(a)7K^M^> (b)#;M^>;i^ ((OC^^U 
(d)C 1 _ 6 7;m^i/^WLT^T i foJ:<, ^>fc? >^<h^LfcC 5 _ 

15 -CO-Alk 0 -R 6 [A 1 k 0 tet KD*:>S£WLT^T*>J: 

^C 1 _ 6 7;i'*l'>2£> R 6 «(a)ADy>gf, AD^Mb^tlT^Tfcck 
^C,. 6 7JWk ~hP, C 1 _ 6 7;Hl^r'>, C 1 _ 3 7;i/*l/>^**v:fecfc 

# c 6 _ ! 0 7 u -)i>mfrt>J2.z>Mfrt>m&ft2> iu^v2 ®©m&S£*r lt 

^Tt>cfc^C 6 _ 14 7>J-;^, (b)C 6 . 10 7'J-M*yl. (c) EssftMTOfl- 
£^nT5 5 ft V>b 6 fitf>«&»SilX> (d) C ! _ 6 7f^-*J^-M 

, (e)#;M^>;i/»> (f)c 1 _ 6 7;^+>--*;i/^-;^ (g)c 1 _ 6 7;^ 
;p*3ck^c , _ 6 7;p+;p-^;i/tow^^^P^e»ii«n^s^a^ 1 &t> 

L2<@WUT^T=bJ:Vi75yS, (h)t KD+y^WT^J:^5^l 

25 7^<Dmm&m. (oc 7 . 16 77W^->i« (j>c 6 _ 10 7u-;u-:&;M* 
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(iv)S 




(QaBS- (CH 2 ) s- <sttl&lr>L 3 (CH 2 
) t-CH= ( t «0ft^L2<DS$t£^-r) Tf3Et)Sn5S&» R 7 «tK*M 

<v)5C 

— co— -^Jn-r 8 

y -xttv- c , _ 6 7)i*)i7 5 / 3»» satins wui£#i/rv» 
io tfeiiiC,.^;^ (c)c 1 _ 8 t;U3+->-*;p#-;^ «)a -c 

7 L pR : F*^*r'f*5fe^i/6*©ii*ii!at**'r) i?*t>sn**» (e)a 

-CO- (CH 2 ) r^R" (i^ttl&HbaolER** R e ttC 1 _ 6 7;P:3* 

e> ji«n* i & v> u 2 ©©^-r s^t-rs 5 u 6 *©«*»*£* 

■f) T**t>$n?>aSfc{i(f)-CONH-R f (R'ttCi.eT^^US^fctt 

(vi) S -COOR 9 (R 9 «APy>'fb$nT^T*)J;^C 1 _ 6 7;Wl/S?: 

20 ^c-r) T^b^nss, 

(vii) iC 

-coo-Qn-r 11 

(r i0 «tK*h^ c 1 . s 7;P3*s/-*;p#-;nt. tyxtt^-c,.^^ 
25 □y>^^nT^Tt)ck^<y-35 i y-r;i'S^T) -e^frsnss. 

(viii) ^ -CONR u -R 12 <R 1 Hi7Mti^£fc«C 1 _ 6 7;i'*;US2\ 

R i2 «(a)tHo^^ (b)7 = y, (c) ; ey-x{iv-c 1 _ 6 7;wp-7^/ 



WO 01/21169 



241 



PCT/JP00/06376 



. {A) C ^7)1^)1 -ti)V^ZL)V. (e)C 1 _ 6 7;i/D^v-*;P^n;k (f)C, 



( R 1 3 & (a) fcmm^ (b) h K P * v& J: C , _ 6 7 )\ u * > - fi % # ^ )W* 

bf&zmfr$mim%w&m*GLTb<i:^c^ 6 7)\'*)m. (c)c 7 _ 16 7^ 
(e)c 1 _ 6 7;^^+->-*;^#-;^?:WLT^iT i foJ:^c 1 _ 6 7;^+;^-^;^A , 

(x)5$ 

— CONH-N / \l — R 14 



15 



20 (Fi(K>-l:>Iii^LT^Tfe«l;H5^^U7l0*MWi5 

^tix^T'bctviC 1 _ 6 7;i/^;p-^;pfc;i^75 y *Sr^-r) Testis 



5 



(ix)^: 




(xi)S 




25 




16 



WO 01/21169 



242 



PCT/JP00/06376 



( R 1 6 it (a) h K D * tfC , _ 6 7)1 □ * *> - * )V$-)\,fr<b 1$,Z>mfr £ 

(xiii) ^ -S0 2 -R 17 (R 17 \t(\) 5t^V6^(Dmmmm^vx^xh 
^t^*;^ (i i) c 2 _ 6 7)i5--)i&£fcm\ n) c ,_ 6 t;u+;u^ 

(xiv) l^ViLSO^APy^^^fe^Ci.eT^n + ^SSrWUT^Tfe 
10 J:ViC 7 _ 16 T7A+;i/*, 

(xv) fcmmj-zkMzgmm?, mm%?&£Tmnm?fribf$.z>mfot>m\* 

n% 1 & ^ L 3 ©CD at PJ5C^£^tr 5 £ fete 6 M£>1g3^gTS& £tt£ C 

(xvi) ^; 

R 24 
I 

CO. JY> 



15 



LJ 



[R 2 4 «7jc^Jl^fcttc 7 _, 6 77;i/^;^+v-^;p#-;i.«^^-r] t? 

(xvi i)^; 



P 25 



20 [r 2 5 te7k^igc^ c 6 _ 10 7U-;u*, c 7 _ 16 T^;i/+;^^^ c 6 _, 
fctec 6 _ 10 7U-;u-#;PA^;i,g£^-f J -m£ti£« ; 

(xviiim -CO- A 1 k-NR 2 7 -CO- A 1 k 2 -0-A 1 k 3 -R 2 
8 

25 [A 1 kteg$S£WLWTfccb^C ,- 6 7;i/*l/>g£ ; R 2 7 te^MM 
?3ltz\tCn7))s*)m& ; A 1 k 2 :feJ;tfA 1 k 3 te, ^-SfcfiSfeoT 
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(xix) j£ -CO-A 1 k 2 -NR 2 7 -CO-A 1 k 3 -R 2 9 

[Aik 2 , a i k 3 &£ztR 2 7 imutmMmz r 2 9 ttM&S£^n€ 
osfc^t i oiofiiim^t] Testis*; 

(xx) 5$ -CO-Al k-NR 27 -CO-Al k 2 -NR 3 0 -A 1 k 3 -R 
3 1 

[A lk, R 27 , Alk 2 , A 1 k 3 \mnZtmMm& ; R 3 °«7K*JIi 1 , 

c 1 _ 6 7;wi/»*fc«APy>-fb$nT^T ! fock^c 1 _ 6 7;WP-^;i/^ 

(xxi) S: -CO-Al k-NR 2 7 -CO-A lk 2 -NR 32 -CO-0- 
A 1 k 3 -R 3 1 

[Alk, R 2 7 , A 1 k 2 , A 1 k 3 *5cttfR 3 ^-ftimtmMm* ; R 3 2 & 

tuiBR 2 7 tra«**«-r] T*%znz>m 

(xxii) i$ -CO-A 1 k-CO-NR 2 7 -A 1 k 2 -R 3 1 

[Alk, r 2 7 , a i k 2 *5j:t;R 3 1 im&tmMmz*?] T^znzm 

; 



10 



15 



20 



(xxiii)iS -CO-Al k-0-CO-0-Alk 2 -R 31 
[Alk, Al k 2 *5j;tfR 3 1 \tM&tmim&m?1 T?££nsS**L ; 
R 4 tf*mm?£tcteC 1 _ 6 7)Hr)m$:*V ; 

(R is w\oy>mT, **vs, APy>fk$nT^Tt>ckViC 1 _ 6 7;u+ 
;p«*fe«Apy>fb$tiTViT%«fc^c 1 _ 6 7;pp^vS*^1") 
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8. R 1 f>Hi) 5^L6*©^g^^«*WLT^T ! t«fc^C 1 _ 6 7;U+ 

R 2 ^(i)**®^, (i i) C l . a 7)V*)V&*tt\t(l i l)C 7 .„77HJHS 
(i) « 



io A l atJihHP^'>*fctt**yT«IISnWT , bJ:Vi4ft^l/8JI 
«£> VMij* >0, >C- (W 1 ) W 1 *fctt>N-W 1 (W 1 « ( a ) Tfc^iliC 

C 1 _ 6 7;m + '>*^&lS*»^6atfn<5111ftai*l^:^L2flWLWT 



(5£+, B 1 ^«^-+ys*feHi^^L2M©c 1 _ 6 7JWus-eM«i$nT 
. c 1 . 6 7^3^^s*5«fc^c 1 . 6 7;p+ji/-*ji'iK-;i/»^^s»*^a« 



25 (5S<K E 1 ^«C 1 _ 3 7Jl/+l/>> ? ^v'S, ^hDl, C 1 _ 6 7;m + v* 



(ii) a 




(iii) S 




•Y- 
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>-£>m&> X 1 tt-CH 2 -£fc«-CO-£, Y 1 **- CH 2 - £fctt-0- 
5 R 3 ^(i)7K^0^ (ii)it -CO-R 5 (R 5 «(a)7K*M^ (b)*;i/xH^v 

(cjc^eT^;^ (d)7>m+>'$WLT^Tt)j;<, ^>-v>m 
tms Ltzc^i/t □ 7; wus* tz it (e) ^^m j F^tc^^HT> smiE 
^r^zmnm^ zmanz i l 3 fiw\x nm^sr-^tr 5 

10 (iii)iS -CO- (CH 2 ) i^-R 6 ( r Hi 1 fcV> L 3 R 6 tt(a) 
/\ny>Hf, ;\oy*>'(t$nT^Tt)i:^C l _ 6 7;Wk -Nd, C x _ 6 7 

;i/3^^j;rxc 1 _37;u+i/>v^+->^e>^^^^ji«n^ i^^L2 

ffl(DM&S£*T LT fe J: ^ C 6 _ x 4 7 'J -JPS> (b)C 6 _ 14 7'J v 

(e)^;i/^->;us. (f)c 1 _ 6 7;i^3+v-^;i/fcji/ 
(g) c ! _ 6 7MJ^ <fc c ! _ 6 7;Mmp - # <bi&zBfr ZMtt 

n§g^S^l7^^L2OTLT^T ! t«fc^7$yS*fc«(h)t h*P + ^?r 
20 (iv)3t 



(Qttit- (CH 2 ) s- (sttl&^L3£>g&£*-f) (CH 2 ) 
t-CH= (t«0 7^^L2<DS^Sr^-r) Tgfc$ft3g£. R 7 «tK^0^ 




25 (v)it 
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0-R d (R d W\a7>m?£&LT\,*T i b&^C 6 - 14 7t)-)U&£tz\mm 

(e)£ -CO- (CH 2 ) r 1 -^ 6 ( r Hi 1 tt^L 3 <Dg&£. R^iC^ 
Hm^e>ji«n§ 1 fc^ L 2 fflO^xPm^Sr^TS 5 L 6 A®%* 

m***-r) T^t>$n^*^7c«(o-coNH-R f (R f ttc,.,7M;v 
(vi)^ -coor 9 (R 9 ttAPy><b$nwTt>«fc^c x _ 6 7;wp»& 



is (R 10 «*fitJiC^ c 1 _ 6 7;m+v-*;i/fc>ii/«, tyxtt^-c,.^^ 
*;i/-#;PAt-rji/g, Apy><t£ttTiAT*>ck^-p^/<;i/g2;7c^ 

(viii)a -CONR u -R 12 (R 1 ^SfcteC 1 _ 6 7;P^;i/SSr, 
R u tt(a)kHD+y, (b)7^A Wt; -Xttv- c 1 _ 6 7;p+;p-75 y 

20 , (d)c 1 _ 6 7;i/^-*;pfc;k (e)c 1 _ 6 7;i/3+v-*;pfcjK (oc, 



( R 1 3 « (a) TK^m^ > (b) fc: h* □ * ~>*5«fc C x _ 6 7)V P * ~> - -ZDV-R-frfr 
6 ^ii«n§ fi&S LT =k ^ C , _ 6 7)V*)V&. (c)C 7 . 16 77 



(vii)5t 
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_ 6 7)lzi * v - LX^X t) «t H C j _ 6 7) ts)Vn^ )l 

(x)i£ 



5 



— conh-nQ»-r m 

( R 1 4 tt C , _ 6 T)V*)l& £ fc tt C 7 _ 1 6 7 7 )\<*c)V& Sr^-T ) T« to $ n * * 

(xi) 5£ 

R ,s 

io (Fm\t*>i?>&£m&vx^xh&^ 5u\,*l 7 &<Dm#.7 r 1 

(xii) 5S 

— cohQn-r 16 

is (R 16 «(a)t Hn+v*<k^c 1 _ 6 7;U3+i/-*;psH-;i/^ricS»*^ 
Mn5iSS^tU^TWHC 1 . 6 7MJH. (b)*;P5^«, (c)C, 
_ 6 7)Vu*i/-ti fctt (d) bS^HC^WV fcSBfcBFF, gimlet 

L6*©tt*ai-*jpjH-;i/***-r) t?«t>$nss, 

20 (xiii)5£ -S0 2 -R 17 (R 17 tt(i) 5fc^L 6*®£»»««:WLTlr>T 

t)ct^c 1 _ 6 7;wi/S. (ii)c 2 . 6 7;^-;pssfe«(iii)c 1 _ 6 7;u+;i/ 
srWLT^xt)d:uc 6 . 14 7 | j-^a^^T) -c;gfc>£ft£X> 

(xiv) lt^L3m<D/\o^>m^-^bX^Xh<i:^C 7 . l6 7y)^)im 

25 (xv) &*JS5C™#K:g*liH% 86^^*50: t«lim^e>^SP^e>S« 
tl£ 1 fcH L 3 fiO^xOJK^ &^tf 5 $ fctt 6 fi<E>«*8BSTfiSI3ftTV> 
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1-6 



r 4 ififcmm? $. ft it c , _ 6 7 &m l > 




5 (R^ttApy^aFP, **va> /\D^>'fk$nT^Tt>«fc^c I _ 6 7;i/+ 
;p«*fc»4y\oy>{ksnwTt)j:vic l .,7JHi+'>s**'r) -mt>£ 

(i) a 



-o. -O.-oo'.-o-o. 

-rtti _.^&p< s-pr( 



, Apy>^nT^Tt>j:v>c l . 6 7;wpaisfcttc 1 _,7JHi+>'*&N 

j _ 6 7;io *ism&, q 5 ttTK*®^ 1 & V> L 2 j@© C 6 _ l 0 7 U 
15 mLT^Tb&^C 1 _ 6 T)V*)l&&m?) . 




10 




(ii) 3£ 
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-O "O <to - 

5 (iii) i£ 




, 75 /g, c 1 _ 6 7;wi/-*;^-;U75y**5<fc^c 1 _ 6 7;i/zj+>-^ 

10 >-V>m*> X 1 «-CH 2 -£fc«-CO-£. Y'tt-CH^Sfctt-O- 



i o . fl:£*M« a 




15 ;ktf~;wg, (iv)*;p#+5/;k c 1 _ 6 7;p+;p-*;P#-;k c 1 _ 6 7;m+ 
->-#;k#^;k c 1 _ 6 7;m^'>-*;i/^-;k75/i5«fcrXc 7 _ 16 77;p+ 
jk*-*~> -#;m*-;p7 ^ y fr*>i&z>mfr t>m\fnzmm&&G LtuxtJ: 

_ 14 7U-;kfr*v»£; P 1 «C 1 _ 3 7;i/+U>S* ; QHiC 1 _ 3 7,M^> 
20 S£ ; X 2 iiCH, C-OH£fcttN£ ; Y 2 «tK»^. Any>«(^, AO 
y>ftSnTl>tfc«l:HC 1 .,7^*MSfcttC 1 . 6 7^3+yS* ; Z ttC 
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1 1 . fc£«**5C 




NH-CO-R 



10 



15 



i 2 . 



R 22 mi)*mm^ (ii)C 7 . 16 77Mm (iv)C a _ 6 
7;W+^-*^#^*. (v) C , _ 6 7;i/^;U?r* l/XHX t>«fc n c 6 . x 4 7 u - 
;P-#*#-»gSfctt<vi) l7i^L4fi©C 1 _ 6 7;Wl'^WLT^T : bct 
lr»C 6 _ 14 7U-;P-x;i/*-;PS* ; P 3 ttC 1 _ 3 7^+l/>S^ ; Q'ttC,. 






WO 01/21169 



251 



PCT/JPOO/06376 



1 3. {t&®& 

1- (5-757-4, 4-y7x-JK>fJl/) - 4 -7xrjHf^U v 

5 3, 4-vh HD-6-7 N + v- 1 '- (5-757-4, 4-y7i- 
XtfD (:h7*U>-2 (1H) , 2' -fcM'Jv>» jfcfctt^ 

1- [5-757-4- (4-7 h+y7iZJW -4-7i-M>^ 

10 1- (5-757-4, 4-t'X (4-^OD7il)W ^>^)V\ -4- 
(4-7MD7XZJW e^7-7>$fctt^i. 

3, 4-ytHD-6-^h+y-l' - (6-757-4, 4-y7i- 

7\ hf □ C^-7^l/>-2 (1H) , 2' -^'Jy» 

15 3, 4-v?kKP-6, - (7-757-4, 4-5? 

7x-;U'\7 P 5 L ;W XtfD (-^7^U>-2 (1H) , 2' -t£<*U5?>] £ 

4, 4-v7xrjh 5-*;i/5;P757- 1 - <4-7x=;H£«*USV 

20 1- (4- (4-7J^D7x-;i/) \L*v : J>-\-<i)V\ -5-*;i/5 
;P75 7-4, 4-^7xZM>^>tfc^©l, 

4, 4-77x^-1- (4-7xn;Utf^7> ? >- 1 — r;U) -5- ( 
l-XM/75 7) ^>*>£7cW^-<Di&. 
4, 4-v7x-Jl/-l- (4- (2-7 h+y7x-A) M^vVy- 1 
25 -5- (hy-^75 7) ^>^>Sfctt-t©ifi» 

4- (4-^oo7x^W -5-^;W5;P75 7-4-7x-;i/-l- ( 
4-7x^tf^U^>7) 

4- (4-^DD7x-;W - 5 -*^5JU75 7 -4 - 7x-Jl/- 1 - ( 
4-7xr;^^7y>- 1 — ( )l) ^y^y^tc\i.^:<D^ 
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4- (4-^DD7ir;W -1- [4 - tf^7 
1 ->f ;M - 5 -ts)lS.A7 S. J - 4 -7x~;W*>* 

4- (4-^DD7i-JW -1- C4- (y7i-JMfM E*7 5?> 

5 -l— r;w - 5-^;i/5;i/7sy-4-7x-;i/^>^>Sfctt^oigv 

5- *;P5;i/7sy-4- (4-^ s+^7x-;u) -4-7x-;i/-i- 

(4-7x~;i/tf^U y7) ^>^>*fctt-tOtt, 
4, 4-h*7 (4-7DD7irjW -1- C4 - (4-7MD7I-JP 

) e^55?>-i— cjio - 5- (*;i^;P7$/) ^>*>£fcf;i^©&, 

10 1- (4- (4-7MD7I-JW Ml y *J>- 1 -<;M -6-*;W5 
;P75 7-5, 5-y7i-JKW>Jfcttt0t, 

1- C4- (4-7MD7x-JW M^y^y-X-^M - 6 

4, 4-v7x~^- 1 - (4-7x-;i/tf^U -77] -6- (b->JU75 
15 7) >\*tJ- 

5- [4- (4-7PP7x-;i/) -4-t KP^tf^lhTV] - 1 -* 
)VS. )V7 5 7-2, 2 - -77 x— ;U<*>* 

5- [4- (4-7MD7i-JP) M^yi>y-\-^)V\ - 1 -sM^S 
;i/75/-2, 2-^7i-M>y>Sfcttf©I, 
20 1 -*;i/5JU75 7- 5 - (4-kHP + v-4-7x-;i/tf^U'77) - 
2, 2-y7i-;K>^>*fcttf©*. 

5- [4- (4- MJ7;P*P^^7x-;W -4-t Kn+^tflUS? 

/] - i-*;p=;i/757-2, 2-v ? 7x~;i,^>*>£fcte J e-©:!&> 

5- [4- [3, 5-t:7 ( h U ^rfrD^JW 7x-;W -4-kHD 
25 *vt?^'J>V] - 1 -*;U5;l/75 y- 2, 2-y7x-M>^>lfctt 

^©&. 

5- [4- (3, 5-^no7x=;W -4-tFD+y^'Jy7] - 
1 -*Jl/5;P75/- 2, 2-v7xrj^>*>£fcte-e©l£, 
5- [4- (4-7PD7x-;i/) -1, 2, 3, 6 -x h 5 1 h'P tf 'J V 
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l-^)V5.)V7^y-2, Z-V7x.-)V- 5 - (4-7i^l/tf^'JyV 

5 5- [4- (4-*DD7x-;W tf^'JvV] - 1 -*ji^;i/7==/-2 

7- [4- (4-^DD7x^) y/] - 1 

^5JH5y-4, 4 - S>7 x.—)V\79 

5 _ [ 4 - (4-7MD7i^JW -4-t HP + vtf^U^y] -1- 

lo *;i/5;i/7$y-2, 2-v7x-;i^>^>£fc« j e<z>^ 

l-*M;H$;-5- [4-t KP+v-4 - (4-^h+y7ir;|/ 
) tf^Uvy] -2, 2-v7x-;i/^>^>£fctt^<Z):&, 

1 —fc)V*)V7^J- 5- [4-kKD^y-4- fc^'J 
v73 -2, 2 -v7x-J|/^>^>£fc&^©*&> 
15 1-7*^7^^-5- [4- (4-^DD7i^) -4-kFo^y 

tr^Uvy] -2, 2-v7x^;i/^>5'>*fcfi^-w^ 

1 -7"bh7-b^757-5- [4- (4-7PP7x-;l/) -4-th* 
P+i/fcf^'J^y] -2, 2->?7x-;|/^>^>Sfc«^(D«v 
N- [5- [4- (4-^PP7x-;P) -4-kFD^y^'J^] - 
20 2, 2 -y7i-JK>fJH 7^y>75FlIfJ«fcttfOi < 

N— [5- [4- (4-^PP7x-;i/) -4-k FP + xtf^U^y] - 
2, 2-v7xnjl/^>3 1 ;i'] 7n^v>7= h^Sfc^W^ 

1- [5- [4- (4-^PP7x^;i/) -4-k KP^^tf^U^y] - 
2, 2-y7i-M>?JP] -3-I^7l/7£fctt^-<£>^ 
25 N — [5- [4- (4-7PP7x^;U) - 4 - t F P* V tT^'J 5V ] - 
2, 2-y7x-M>fJH y*>7JU*>75 KSfctt^©^ 
7x^i;i/ N- [5- [4- (4-^PP7x~Jl/) -4-fcFP+vt^ 
-2, 2-y7i-JK>5 1 JH #;i/A'y- h^fcH^tf)^ 
1 -7"b5 1 ;i/75y- 5- [4- (4-7PP7xn;l/) -4-kHD + y 
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tMUvV] -2-7x-;i/-2- (2-tru^;i/) ^>*>%fz\z*<Dm, 

N- [5- [4- (4-^DD7i"JW -4-k KP^'>tf^'J^y] - 
2, 2-y7i^K>^H K®x3S)I/i;fctt-e©i&> 

N- [5- [4- (4-7D07xXJ|/) -4-th*D^yhf^UyV] - 
5 2, 2-y7i-iK>fjW ?Dt$ hllfMfclM, 

N- [5- [4- (4-^DD7x~Jl/) -4-k KD + ^hT^U v/] - 
2, 2-y7i"JK>fJH 7>7 5 K®X3^£7cte^©J&, 

*>*J)V 2-((2,2-y7x^H-(4-7i-JHf^'Jy;)^>f;W7$y 

10 tert-y^ 2-((2,2-y7x-Jh5-(4-7x^JI/^Uyy)^>5 1 ;W7a 

4, 4-;77xX;i/-7-(4-7xX;i/tf^»J y/jA^HS >£fc«^©it, 
N- (4, 4- V 7 x X J1/-7- (4- 7 x x;l/ tf^ U 7 / ) ^\ 73^1/) -4-^ >t? > 
7Jl/*>75 F ££«-?-©:&> 
15 N-(4,4-v7xX;i/-7-(4-7xX;|/e^U vV^T^W 7"fe* 5 K£fc& 
^©Ifc, 

N-^ > v;i/-N- (4, 4- v 7 x x;l/-7- (4- 7x-^tf^'Jy;)A 7 5 > 

£7c«-£©:^ 

N- (4, 4- J? 7 x x;U-7- (4- 7 x-;|/ tf ^ U ) ^\ W -H- (3-> h * >^ 
20 >yJM7$>Sfcttt©S. 

N-(4,4-y7i- ;P-7- (4- 7 x X JHf ^ 'J 7 / ) A 73^0 -N- (2-* h * >^ 

>v ? ;p)75>Sfcfi^-oii. 

N- (4, 4- v 7 x (4-7 xX;Hf^ U V J ) ^ 73^1/) -N- (2-7 JP* P 

>7;i/)7= >££tt^©i&, 
25 N-(4,4-v7xn;P-7-(4-7x-;i/tr^U 5V) A:/^*) -2-^*7 x>jfr;P 
= K ££«■*©:», 

N- (4, 4- v 7 x - ;l/-7- (4- 7 x X J|/ tf ^ U 7 7 ) a, -2- 7 x -)l 7 -fe 7 

S K£fctt-£©«L 

N- (4, 4-y'7i x;P-7- (4- 7 x x;Hf ^ U '7 7 ) A 73\>P) -N-(2-fI-JM 
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N-^ >yJhN- (4, 4-y 7 x^Jl/-7-(4-7 x-;V t!^ 'J y 7 ) A^JW -N-^ 

5 m<oM. 

1 5 . mffim<D? m • ^^jts^m^ i tmmu 

1 6 . &&ffilfli<J3'JT'& 1 f2tc<Z>#Jo 

1 7. j£ 



- m 5 y £WiT£ c ,.,7^1* ; p 4 tec , . 3 7;u* i/>S£ ; x 5 tic 

H, C-OH^diN$: ; Y 5 tt**!^ ADy>|gftfcttC 1 _ 6 7;p3+ 
yS^ ; R 26 «7K*lI^*fc«C 1 _ 6 7>»WI/*^ ; Y 6 fcJ;tf Y 7 te|W|-£fc 
15 ttSftoT**Bf, AD^>gf, APy>'fb$nTViTt>ck^C 1 _ 6 7;P 

^;i/S*fctt/\ay>>fb^nT^T ! t> c t^c 1 _ 6 7;i/p+->S^-r] T^t> 

18. R ,6 #*JMC^*C*.5*3»*1 7tBfc04"t£$>. 

1 9. ^>iy;i/ 2-((2J-S?7xX;|/-5-<4-7xX;|/fcf^U>V)^>3\>l/)7S 

4- £ P P ^ > >W 2- ( (2 , 2- v 7 x XJI/-5- (4- 7 x X» M 1 U ~>V ) * > ^P) 
7^y)-2-^VX5 1 Jl/*;W\*^-K^fcH^-OJfi, 
3-?PD^> vJl/ 2- ( (2, 2- v 7 x XJM- (4-7 x u s> / ) * >^ju) 
75 7) -2-** V X3\fc# J PA ;* - h * tt-tOifi. 
25 ^>i»V 2-(N-(2,2-fy7xX;i/-5-(4-7xX;i/tr^'J^7)^>5 1 ;i/)-N-^^ 
;P7S /)-2-t+7XfMJl/A7- h 
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« y=J)\ 2- ( (5- (4- (3t7;P* P 7 x.~)V> fcf ^ U SV ) -2, 2-y7 x~;i/^>5F- 
^ >^;P 2- ( (5- (4- (2-7 JM* P 7 xXJl/) fcM U z? J ) -2, 2- v 7 x >^ 
5 ^>v;i/ 2-((5-(4-(2-* h+y7i-JW^'jyy)-2,2-y7i^K>f 
3-7 P P^> i?)V 2- ( (2, 2- k* 7 (4-7 P P 7 x x;U) -5- (4- 7 x X ;P M 1 'J v 

y ) ^yj-M 7^y) -2-**v x^;p*;wi^ - h £fc 

20. ^ 




10 

R 23 -COOH 
21. ^ 




(5t<K #B3^ttU^l 7BE*tl^fcSt**-r) t«3ft5ft^Sfcttf 
20 R 32 -X 

est*, R 32 ttc 7 _ 16 7^Ji/+;p^>'-^;u#-;us^, xtt«M*££*-r 
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2 2. tmmi 7ffi*©ft£<»& < &WLTfcSE!SS. 



2 3.3 



Y 




pS -v>-Q, 



Q 5 — NR 26 -C0-A I k r NR 27 -C0-A I k 3 -R 



(lb) 



5 7;M^S£ ; A 1 k 2 fe«t^A 1 k 3 «> Mfctilft^T, 

«fc££WLTV>T*>«i:^C 1 _ 6 7;i/4 1 l'>£& ; R 2 9 ttM&SSr^n^n 

5ft^L 1 0 A©2r$££*3R£& ; X 2 «CH, C-OH£7cW:N£ ; P 5 & 
10 e fcTO 5 «l^-^fe«^oTC 1 _ 6 7;P+U'>S^ ; Y 6 , Y 7 *ct^Y 8 «|^ 

6 7;p+Ji/S^7 v cttApy>'ft:$tiT^Tt)ct^c 1 _ 6 7;pp+v«^-T] *e 

2 4. A 1 k 2 £cfc?JA 1 k 3 *t|flI-*fcttliAoT» tt^#» SfettADy> 

15 m?. tHD+i/, 7 = y^<ktKc 6 _ 10 7 , j-;w^^^e>ii«n^M^ 

v c,. { 7m, kHD^^, c,_ 6 7;pp+v*3cbixc 6 _ 10 7U-;^e> 
^*»d^atfn*«tt»*WLTv>Tt>«ktrJ®c 6 . 1 o7u-;pai*fett<2) 

2 3fB«©fc£*. 

2 5. R 2 9 ^*g^S*WtT^Tt)ct^W>H-;P-2-'1*;i'T^^^2 
3£7c«2 4|E«©^tt. 

2 6. R 29 ^ADy*>m^, c^.mjk c 1 _ 6 7;pp+->*ct^kh*p 
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2 7. N-(2-((2,2-^7irjH-(4-7i-;i/^'Jy/)^>5 1 ;W7Sy)- 
N - (2- ( (2, 2-v 7 x - ;P-5- (4- 7 x n ;P fc: ^ U vV ) ^ >5W 7 5 7 ) -2-** 

yifJW-i-^fjK > F-;i/-2-*;i/^^it5 KSfcte^©^ 

5 5-^7 o P-N-(2-((2, 2-y7i^H-(4-7i-JHf^U vV )^>^;W 7 ^ 

7)-2-:**yx^;uH>F-ju-2-#;i/;H*it== HSfctt^-©^ 

N- (2- ( (2, 2- t'X (4-^DD 7i-^) -5- (4-7 x X )V tf ^ U V J ) ^ >^JP) 7 
5 7)-2-^yx^;U)<> K-;U-2-*^^5 K££«^©i&, 
N- (2- ( (2, 2- £7 (4-7 P D 7 i-JP) -5- (4- 7 xXJP fcf^'J vV)^ 7 
10 $/)-2-^Vl^)-5^DD^>H-Jh2-AMW$ 

N- (2- ( (2. 2- t: 7 (4-7 P P 7 x ~ ;P) -5- (4-7 x ~ )l b? ^ 'J v J ) ^ >^;W 7 

5 7)-2-t+yifJW-i-/w > H-;w2-yj;^+-y-5 K£fc«^£>&, 

N-(2-((2, 2-t*X(4-7PP7x-;W-5-(4-7x-;|/tf^U^7)^>^;W7 

s y ) -2-3-+ v W -5-7 )V* p -r > b*-;i/-2-# ^ H £ fcfi^© 

] 5 ^3l\ 

N- (2- ( (2, 2- fc:*7 (4- 7 P P 7 x X JP) -5- (4-7 fcM U 5? 7 ) ^ >3^W 7 
5 7)-2-^VIfJW-5-/ h*W>K-;]/-2-#;i/#*11-5 K£fc«^-<Z> 

N- (2- ( (2, 2- 1: 7 (4-7 P P 7 x x;P) -5- (4-7 i-JI/^Uyy)^ >9S)W 7 

20 ay)-2-^-+yx5 l ;i/)-5-fc: hp+v-t >H-;i/-2-yjj^+if = F££te^ 

N - (2- ( (5- (4- (2- 7 P 7 x t? ^ U V J ) -2, 2- V 7 x XJ!^ W 7 

5 y)-2-3-+yx^;W<> K-;p-2-*;i/xH+if^ F££tt^<z)i&, 

N-(2-((5-(4-(2-7;^P7x-;i/)lf^U> i y)-2,2-> ? 7xz:;i/^>5 1 ;P)7 

25 5 y)-2-^-+yx^;w-i-y5 1 ;K > H-;i/-2-yj;^^5 KSfe^^ 

5-7PP-N-(2-((5-(4-(2-7;i/^-P7xX;U)tf^U> ? /)-2 J 2-77iZM 

>^;W7^y)-2-^-+yx5 1 ;i,)-i-y5 L ;K>K-;i/-2-yj;i/^+if5 K£fc 

5- 7 P P- N- (2- ( (5- (4- (2- 7 P 7 x XJl/) tf ^ U VJ ) -2, 2- v 7 x x;i>^ 
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N-(2-((2 1 2-k'X(HD07i^)-5-(4-(2-7MD7irjW^'Jy; 

)^>5 L ;i/)7ay)-2-^+vx5 1 ;u)-5-7;i/^D-r >f-;u-2-#;p#*+i-$ 

5 N- (2- ( (2, 2- (4-7 P P 7 x x;U)-5- (4- (2-7;P^ P 7i^) 'J -7 / 

)^>5 1 ;p)7$y)-2-^-^vx5 1 ;u)-5-^ h*w>F--ji/-2-:*j;i/#*+i-5 

N-(2-((2,2-fcf7 (4-7PP7xX;U)-5-(4-(2-7;i/*P7xXjl/) tf^UvV 
)^y^)),)7^J)-l-** s JX^)\d1>Y-)V-'l-'t>)\s#**)r^ Y^fz\t^(D 

10 

N- (2- ( (2, 2- If 7 (4- 7 JM* P7i"JW -5- (4-7i-Jl/ tT^ 'J -7 7 ) ^>3^W 
N-(2-((2,2-t*7(4-7;i/^P7x-;l/)-5-(4-7x-jPtf^'Jv/)^>^Jl/) 

75;)-2-t+yif;w-5-^ p p<> F-Ji/-2-#;MS*if-5 f 

N- (2- ( (2, 2- fc: 7 (4-7 )V* P 7 x -5- (4- (2-* F + is 7 x tT ^ »J 7 

7 ) ^ >^ j w 7 a y ) -2-** yifjw -f > F ~;p-2-* 5 HSfc 

N- (2- ( (2, 2- tf7 (4-7 )V* P 7 x rJW -5- (4- (2-* F * ~> 7 xXJW tf^ U v 

20 j )^>fji/)75 ;)-2-^yxfji/)-5-^ p p-r > H-;p-2-*;i^^+u-5 

F 

N- (2- ( (2, 2- If 7 (4-7 P 7 x x;P) -5- (4- (2-7 P 7 x n;W tT^ U v 

/ ) ^ >3M» 7 5 y ) -2-** v x^;p) <>K -;i/-2-#;i/#*i*- i*^ 

25 

N- (2- ( (2, 2- tf7 (4-7)1* P 7 x -5- (4- (2-7 )V* P 7 x x;» U v 

7 ) ^ y ^ )V) 7 ^ J ) -2- v x^;i/) -5- 7 p p -f > F -;p-2- # ;p # ^ 
F 

28. S 
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R 29 -A 1 k 3 -COOH 

2 9. IT*5|2 3B«OflS'&«n&^LT3a:*Eil. 

3 0. it 




10 cat. R 26 *j;^R 27 tt, m-$.rc\mtz?T, ^mm^rc\tc l _ 6 

7JWWS& ; R 3 0 «7KH0^, C y- 6 T)\s*)V&%.tzW\U>f>\tl£riT 

i^C^.TKU^SS ; A 1 k 2 £cfctfA 1 k 3 tt, ft-3:fcttftfct>T. 

15 S&*fLWTt>J:l>C 6 _ 10 7U--Jl'£& ; X 2 liCH, C-OHi;fcteN£ 
; P 5 *5J;^Q 5 fi(W|-Sfc«S?5:oTC 1 _ 6 7;i/^U'>S^ ; Y<\ Y 7 £cktf 

^C 1 . 6 7KJPSiifett/\D^>ftSnTl»Tt.J:l»C 1 .,7JP3*'>S* 

20 3 1. Alk*«ADy>jgf, tHD+-X 75y*J:tfC 6 _ 10 7U-^6 

&zmfrbm\*nzmm&&GLTKTh&.Kc 1 - t 7)i*u>&& a i k 2 
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c 1 _ 6 7;wn*'>*«fctfc 6 . I0 TU-^e)rics»*^a8tfn*BiftS 
&WLTfrvct>j:^c 6 _ 1 o7U-;i'3ST*3tt#E3 0E8©<fr&4&. 

3 2. N-(2-((2-((2,2-v7x-;i'-5-(4-7x-;Ptf^U^y)^>^)75 

5 ;)-2-t+yxf;W7= y)-2-t^yx?;P)-2, 2,2- h 'J 7Md-n-7i- 

2-7- 'J 7 -N- (2- ( (2, 2-v 5 7 x -;W5- (4- 7 x - JU tf ^ 'J V J ) * >^>M 7 5 

;)-2-**yif;W7t^5 H^fcttf oil, . 
2-( ((^ > v;P7 5 y ) 7 5 y ) -n- (2, 2-^7x-jh-(4-7 x 

10 e^u>?y)^>5 1 ;u)7-fe^5 Htfci^®!, 



©i££, 

15 (1) A 1 k 2 -t)m&£*&VT^Th£^C 1 - 6 7)\'*U>m<Dm£te, 5£ 
R 31 -Alk 3 -NR 30 -Al k 2 -COOH 

cat*. #iB-^«^a3 otzmtmMm&jfi?) T*sn*w*»os*tt 

(2) A 1 k 2 **|g£¥©*£tt. 
20 R 31 -A 1 k 3 -NR 30 -CO-X R 31 -Alk 3 -NCO 

cat. xiiMi^, ffi(Die^«n*«3 oc*tra««&*'r) -es^ft 

3 4. 11*^3 0f2m©ft£#j£#*tTftSE3i. 
25 3 5. LT, 



3 3. 5£ 




Q 5 — NR 26 -C0-Alk-NHR" 



pi -0 ! -Ov 
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A r 



A r 




R 2 fcJ;tfR 4 a^n^n(i)*^m^ (ii)IWft££WbTlvTt> < fcV>7;M t 
3 6. ^5r>Wl*;^>*!fttffl*«j6r*fcJe)OS 



15 cs+. Ar l &&ttAi 2 \*^n?nm&&ttLT^T%^3$mm&*. 

R 1 43J;0'R 3 tt^n^n(i)7jc^0^ (ii)7'>;UJISfctt(iii)lllft*SW 

20 R 2 &&zSR 4 \&tti?n(\)7kmm?. (ii)Bifts&WLTvsTt>«kii7;^ 
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3 7. & 



F 




cat, r 27 ****®^ /\ny>gf, Apy><k*nT^Tt)«fcv»c 1 _ 6 
7;wi/*^^«Apy>fk$nT^Tt)cbL^c 1 _ 6 7;i'=i*^*?r^'ro ] 
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SEQUENCE LISTING 
<U0> Takeda Chemical Industries, Ltd. 
<120> MCH Receptor Antagonist 
<130> Case2651 
<150> JP 11-266278 
<151> 1999-09-20 
<150> JP 2000-221055 
<151> 2000-07-17 
<160> 16 
<210> 1 
<211> 32 
<212> DNA 

<213> Arti ficial Sequence 

<220> 

<223> 

<400> 1 

GTCGACATGG ATCTGCAAAC CTCGTTGCTG TG 32 
<210> 2 
<211> 32 
<212> DNA 

<213> Arti ficial Sequence 

<220> 

<223> 

<400> 2 

ACTAGTTCAG GTGCCTTTGC TTTCTGTCCT CT 32 
<210> 3 
<211> 353 
<212> PRT 
<213> Rat 
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<400> 3 

Met Asp Leu Gin Thr Ser Leu Leu Ser Thr Gly Pro Asn Ala Ser Asn 

15 10 15 

He Ser Asp Gly Gin Asp Asn Leu Thr Leu Pro Gly Ser Pro Pro Arg 

20 25 30 

Thr Gly Ser Val Ser Tyr lie Asn lie He Met Pro Ser Val Phe Gly 

35 40 45 

Thr He Cys Leu Leu Gly He Val Gly Asn Ser Thr Val He Phe Ala 

50 55 60 

Val Val Lys Lys Ser Lys Leu His Trp Cys Ser Asn Val Pro Asp He 
65 70 75 80 

Phe He He Asn Leu Ser Val Val Asp Leu Leu Phe Leu Leu Gly Met 

85 90 95 

Pro Phe Met He His Gin Leu Met Gly Asn Gly Val Trp His Phe Gly 

100 105 110 

Glu Thr Met Cys Thr Leu He Thr Ala Met Asp Ala Asn Ser Gin Phe 

115 120 125 

Thr Ser Thr Tyr He Leu Thr Ala Met Thr lie Asp Arg Tyr Leu Ala 

130 135 140 

Thr Val His Pro He Ser Ser Thr Lys Phe Arg Lys Pro Ser Met Ala 
145 150 155 160 

Thr Leu Val He Cys Leu Leu Trp Ala Leu Ser Phe He Ser lie Thr 

165 170 175 

Pro Val Trp Leu Tyr Ala Arg Leu lie Pro Phe Pro Gly Gly Ala Val 

180 185 190 

Gly Cys Gly He Arg Leu Pro Asn Pro Asp Thr Asp Leu Tyr Trp Phe 

195 200 205 

Thr Leu Tyr Gin Phe Phe Leu Ala Phe Ala Leu Pro Phe Val Val He 
210 215 220 
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Thr Ala Ala Tyr Val Lys He Leu Gin Arg Met Thr Ser Ser Val Ala 
225 230 235 240 

Pro Ala Ser Gin Arg Ser He Arg Leu Arg Thr Lys Arg Val Thr Arg 

245 250 255 

Thr Ala He Ala He Cys Leu Val Phe Phe Val Cys Trp Ala Pro Tyr 

260 265 270 

Tyr Val Leu Gin Leu Thr Gin Leu Ser He Ser Arg Pro Thr Leu Thr 

275 280 285 

Phe Val Tyr Leu Tyr Asn Ala Ala He Ser Leu Gly Tyr Ala Asn Ser 

290 295 300 

Cys Leu Asn Pro Phe Val Tyr He Val Leu Cys Glu Thr Phe Arg Lys 
305 310 315 320 

Arg Leu Val Leu Ser Val Lys Pro Ala Ala Gin Gly Gin Leu Arg Thr 

325 330 335 

Val Ser Asn Ala Gin Thr Ala Asp Glu Glu Arg Thr Glu Ser Lys Gly 
340 345 350 

Thr 

<210> 4 
<211> 1074 
<212> DNA 
<213> Rat 
<400> 4 

GTCGACATGG ATCTGCAAAC CTCGTTGCTG TCCACTGGCC CCAATGCCAG CAACATCTCC 60 
GATGGCCAGG ATAATCTCAC ATTGCCGGGG TCACCTCCTC GCACAGGGAG TGTCTCCTAC 120 
ATCAACATCA TTATGCCTTC CGTGTTTGGT ACCATCTGTC TCCTGGGCAT CGTGGGAAAC 180 
TCCACGGTCA TCTTTGCTGT GGTGAAGAAG TCCAAGCTAC ACTGGTGCAG CAACGTCCCC 240 
GACATCTTCA TCATCAACCT CTCTGTGGTG GATCTGCTCT TCCTGCTGGG CATGCCTTTC 300 
ATGATCCACC AGCTCATGGG GAACGGCGTC TGGCACTTTG GGGAAACCAT GTGCACCCTC 360 
ATCACAGCCA TGGACGCCAA CAGTCAGTTC ACTAGCACCT ACATCCTGAC TGCCATGACC 420 
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ATTGACCGCT ACTTGGCCAC CGTCCACCCC ATCTCCTCCA CCAAGTTCCG GAAGCCCTCC 480 
ATGGCCACCC TGGTGATCTG CCTCCTGTGG GCGCTCTCCT TCATCAGTAT CACCCCTGTG 540 
TGGCTCTACG CCAGGCTCAT TCCCTTCCCA GGGGGTGCTG TGGGCTGTGG CATCCGCCTG 600 
CCAAACCCGG ACACTGACCT CTACTGGTTC ACTCTGTACC AGTTTTTCCT GGCCTTTGCC 660 
CTTCCGTTTG TGGTCATTAC CGCCGCATAC GTGAAAATAC TACAGCGCAT GACGTCTTCG 720 
GTGGCCCCAG CCTCCCAACG CAGCATCCGG CTTCGGACAA AGAGGGTGAC CCGCACGGCC 780 
ATTGCCATCT GTCTGGTCTT CTTTGTGTGC TGGGCACCCT ACTATGTGCT GCAGCTGACC 840 
CAGCTGTCCA TCAGCCGCCC GACCCTCACG TTTGTCTACT TGTACAACGC GGCCATCAGC 900 
TTGGGCTATG CTAACAGCTG CCTGAACCCC TTTGTGTACA TAGTGCTCTG TGAGACCTTT 960 
CGAAAACGCT TGGTGTTGTC AGTGAAGCCT GCAGCCCAGG GGCAGCTCCG CACGGTCAGC 1020 
AACGCTCAGA CAGCTGATGA GGAGAGGACA GAAAGCAAAG GCACCTGAAC TAGT 1074 
<210> 5 
<211> 262 
<212> RNA 
<213> Rat 
<400> 5 

GCGAAUUGGG UACCGGGCCC CCCCUCGAGG UCGACGGUAU CGAUAAGCUU GAUAUCGAAU 60 
UCCUGCAGCC CGGGGGAUCC GCCCACUAGU UCAGGUGCCU UUGCUUUCUG UCCUCUCCUC 120 
AUCAGCUGUC UGAGCGUUGC UGACCGUGCG GAGCUGCCCC UGGGCUGCAG GCUUCACUGA 180 
CAACACCAAG CGUUUUCGAA AGGUCUCACA GAGCACUAUG UACACAAAGG GGUUCAGGCA 240 
GCUGUUAGCA UAGCCCAAGC UG 262 
<210> 6 
<211> 18 
<212> DNA 

<213> Arti f icial Sequence 

<220> 

<223> 

<400> 6 

CAACAGCTGC CTCAACCC 18 
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<210> 7 
<211> 18 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 7 

CCTGGTGATC TGCCTCCT 18 

<210> 8 

<211> 1275 

<212> DNA 

<213> Human 

<400> 8 



TAGGTGATGT 


CAGTGGGAGC 


CATGAAGAAG 


GGAGTGGGGA 


GGGCAGTTGG 


GCTTGGAGGC 


60 


GGCAGCGGCT 


GCCAGGCTAC 


GGAGGAAGAC 


CCCCTTCCCA 


ACTGCGGGGC 


TTGCGCTCCG 


120 


GGACAAGGTG 


GCAGGCGCTG 


GAGGCTGCCG 


CAGCCTGCGT 


GGGTGGAGGG 


GAGCTCAGCT 


180 


CGGTTGTGGG 


AGCAGGCGAC 


CGGCACTGGC 


TGGATGGACC 


TGGAAGCCTC 


GCTGCTGCCC 


240 


ACTGGTCCCA 


ACGCCAGCAA 


CACCTCTGAT 


GGCCCCGATA 


ACCTCACTTC 


GGCAGGATCA 


300 


CCTCCTCGCA 


CGGGGAGCAT 


CTCCTACATC 


AACATCATCA 


TGCCTTCGGT 


GTTCGGCACC 


360 


ATCTGCCTCC 


TGGGCATCAT 


CGGGAACTCC 


ACGGTCATCT 


TCGCGGTCGT 


GAAGAAGTCC 


420 


AAGCTGCACT 


GGTGCAACAA 


CGTCCCCGAC 


ATCTTCATCA 


TCAACCTCTC 


GGTAGTAGAT 


480 


CTCCTCTTTC 


TCCTGGGCAT 


GCCCTTCATG 


ATCCACCAGC 


TCATGGGCAA 


TGGGGTGTGG 


540 


CACTTTGGGG 


AGACCATGTG 


CACCCTCATC 


ACGGCCATGG 


ATGCCAATAG 


TCAGTTCACC 


600 


AGCACCTACA 


TCCTGACCGC 


CATGGCCATT 


GACCGCTACC 


TGGCCACTGT 


CCACCCCATC 


660 


TCTTCCACGA 


AGTTCCGGAA 


GCCCTCTGTG 


GCCACCCTGG 


TGATCTGCCT 


CCTGTGGGCC 


720 


CTCTCCTTCA 


TCAGCATCAC 


CCCTGTGTGG 


CTGTATGCCA 


GACTCATCCC 


CTTCCCAGGA 


780 


GGTGCAGTGG 


GCTGCGGCAT 


ACGCCTGCCC 


AACCCAGACA 


CTGACCTCTA 


CTGGTTCACC 


840 


CTGTACCAGT 


TTTTCCTGGC 


CTTTGCCCTG 


CCTTTTGTGG 


TCATCACAGC 


CGCATACGTG 


900 


AGGATCCTGC 


AGCGCATGAC 


GTCCTCAGTG 


GCCCCCGCCT 


CCCAGCGCAG 


CATCCGGCTG 


960 
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CGGACAAAGA GGGTGACCCG CACAGCCATC GCCATCTGTC TGGTCTTCTT TGTGTGCTGG 1020 
GCACCCTACT ATGTGCTACA GCTGACCCAG TTGTCCATCA GCCGCCCGAC CCTCACCTTT 1080 
GTCTACTTAT ACAATGCGGC CATCAGCTTG GGCTATGCCA ACAGCTGCCT CAACCCCTTT 1140 
GTGTACATCG TGCTCTGTGA GACGTTCCGC AAACGCTTGG TCCTGTCGGT GAAGCCTGCA 1200 
GCCCAGGGGC AGCTTCGCGC TGTCAGCAAC GCTCAGACGG CTGACGAGGA GAGGACAGAA 1260 
AGCAAAGGCA CCTGA 1275 
<210> 9 
<211> 422 
<212> PRT 
<213> Human 
<400> 9 

MeT Ser Val Gly Ala MeT Lys Lys Gly Val Gly Arg Ala Val Gly Leu 
15 10 15 

Gly Gly Gly Ser Gly Cys Gin Ala Thr Glu Glu Asp Pro Leu Pro Asn 

20 25 30 

Cys Gly Ala Cys Ala Pro Gly Gin Gly Gly Arg Arg Trp Arg Leu Pro 

35 40 45 

Gin Pro Ala Trp Val Glu Gly Ser Ser Ala Arg Leu Trp Glu Gin Ala 

50 55 60 

Thr Gly Thr Gly Trp MeT Asp Leu Glu Ala Ser Leu Leu Pro Thr Gly 
65 70 75 80 

Pro Asn Ala Ser Asn Thr Ser Asp Gly Pro Asp Asn Leu Thr Ser Ala 

85 90 95 

Gly Ser Pro Pro Arg Thr Gly Ser lie Ser Tyr lie Asn He He MeT 

100 105 110 

Pro Ser Val Phe Gly Thr He Cys Leu Leu Gly He He Gly Asn Ser 

115 120 125 

Thr Val He Phe Ala Val Val Lys Lys Ser Lys Leu His Trp Cys Asn 
130 135 140 
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Asn Val Pro Asp lie Phe He lie Asn Leu Ser Val Val Asp Leu Leu 
145 150 155 160 

Phe Leu Leu Gly MeT Pro Phe MeT He His Gin Leu MeT Gly Asn Gly 

165 170 175 

Val Trp His Phe Gly Glu Thr MeT Cys Thr Leu He Thr Ala MeT Asp 

180 185 190 

Ala Asn Ser Gin Phe Thr Ser Thr Tyr He Leu Thr Ala MeT Ala He 

195 200 205 

Asp Arg Tyr Leu Ala Thr Val His Pro He Ser Ser Thr Lys Phe Arg 

210 215 220 

Lys Pro Ser Val Ala Thr Leu Val He Cys Leu Leu Trp Ala Leu Ser 
225 230 235 240 

Phe He Ser He Thr Pro Val Trp Leu Tyr Ala Arg Leu He Pro Phe 

245 250 255 

Pro Gly Gly Ala Val Gly Cys Gly He Arg Leu Pro Asn Pro Asp Thr 

260 265 270 

Asp Leu Tyr Trp Phe Thr Leu Tyr Gin Phe Phe Leu Ala Phe Ala Leu 

275 280 285 

Pro Phe Val Val He Thr Ala Ala Tyr Val Arg He Leu Gin Arg MeT 

290 295 300 

Thr Ser Ser Val Ala Pro Ala Ser Gin Arg Ser He Arg Leu Arg Thr 
305 310 315 320 

Lys Arg Val Thr Arg Thr Ala He Ala He Cys Leu Val Phe Phe Val 

325 330 335 

Cys Trp Ala Pro Tyr Tyr Val Leu Gin Leu Thr Gin Leu Ser He Ser 

340 345 350 

Arg Pro Thr Leu Thr Phe Val Tyr Leu Tyr Asn Ala Ala He Ser Leu 

355 360 365 

Gly Tyr Ala Asn Ser Cys Leu Asn Pro Phe Val Tyr He Val Leu Cys 
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370 375 380 

Glu Thr Phe Arg Lys Arg Leu Val Leu Ser Val Lys Pro Ala Ala Gin 
385 390 395 400 

Gly Gin Leu Arg Ala Val Ser Asn Ala Gin Thr Ala Asp Glu Glu Arg 

405 410 415 

Thr Glu Ser Lys Gly Thr 
420 

<210> 10 
<211> 31 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 10 

GTCGACATGG ACCTGGAAGC CTCGCTGCTG C 31 
<210> 11 
<211> 31 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 11 

ACTAGTTCAG GTGCCTTTGC TTTCTGTCCT C 31 
<210> 12 
<211> 33 
<212> DNA 

<213> Arti ficial Sequence 

<220> 

<223> 
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<400> 12 

AGTCGACATG TCAGTGGGAG CCATGAAGAA GGG 33 
<210> 13 
<211> 33 
<212> DNA 

<213> Artificial Sequence 

<220> 

<223> 

<400> 13 

AACTAGTTCA GGTGCCTTTG CTTTCTGTCC TCT 33 

<210> 14 

<211> 1074 

<212> DNA 

<213> Human 

<400> 14 

GTCGACATGG ACCTGGAAGC CTCGCTGCTG CCCACTGGTC CCAACGCCAG CAACACCTCT 60 
GATGGCCCCG ATAACCTCAC TTCGGCAGGA TCACCTCCTC GCACGGGGAG CATCTCCTAC 120 
ATCAACATCA TCATGCCTTC GGTGTTCGGC ACCATCTGCC TCCTGGGCAT CATCGGGAAC 180 
TCCACGGTCA TCTTCGCGGT CGTGAAGAAG TCCAAGCTGC ACTGGTGCAA CAACGTCCCC 240 
GACATCTTCA TCATCAACCT CTCGGTAGTA GATCTCCTCT TTCTCCTGGG CATGCCCTTC 300 
ATGATCCACC AGCTCATGGG CAATGGGGTG TGGCACTTTG GGGAGACCAT GTGCACCCTC 360 
ATCACGGCCA TGGATGCCAA TAGTCAGTTC ACCAGCACCT ACATCCTGAC CGCCATGGCC 420 
ATTGACCGCT ACCTGGCCAC TGTCCACCCC ATCTCTTCCA CGAAGTTCCG GAAGCCCTCT 480 
GTGGCCACCC TGGTGATCTG CCTCCTGTGG GCCCTCTCCT TCATCAGCAT CACCCCTGTG 540 
TGGCTGTATG CCAGACTCAT CCCCTTCCCA GGAGGTGCAG TGGGCTGCGG CATACGCCTG 600 
CCCAACCCAG ACACTGACCT CTACTGGTTC ACCCTGTACC AGTTTTTCCT GGCCTTTGCC 660 
CTGCCTTTTG TGGTCATCAC AGCCGCATAC GTGAGGATCC TGCAGCGCAT GACGTCCTCA 720 
GTGGCCCCCG CCTCCCAGCG CAGCATCCGG CTGCGGACAA AGAGGGTGAC CCGCACAGCC 780 
ATCGCCATCT GTCTGGTCTT CTTTGTGTGC TGGGCACCCT ACTATGTGCT ACAGCTGACC 840 
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CAGTTGTCCA TCAGCCGCCC GACCCTCACC TTTGTCTACT TATACAATGC GGCCATCAGC 900 
TTGGGCTATG CCAACAGCTG CCTCAACCCC TTTGTGTACA TCGTGCTCTG TGAGACGTTC 960 
CGCAAACGCT TGGTCCTGTC GGTGAAGCCT GCAGCCCAGG GGCAGCTTCG CGCTGTCAGC 1020 
AACGCTCAGA CGGCTGACGA GGAGAGGACA GAAAGCAAAG GCACCTGAAC TAGT 1074 
<210> 15 
<211> 1283 
<212> DNA 
<213> Human 
<400> 15 



AGTCGACATG 


TCAGTGGGAG 


CCATGAAGAA 


GGGAGTGGGG 


AGGGCAGTTG 


GGCTTGGAGG 


60 


CGGCAGCGGC 


TGCCAGGCTA 


CGGAGGAAGA 


CCCCCTTCCC 


AACTGCGGGG 


CTTGCGCTCC 


120 


GGGACAAGGT 


GGCAGGCGCT 


GGAGGCTGCC 


GCAGCCTGCG 


TGGGTGGAGG 


GGAGCTCAGC 


180 


TCGGTTGTGG 


GAGCAGGCGA 


CCGGCACTGG 


CTGGATGGAC 


CTGGAAGCCT 


CGCTGCTGCC 


240 


CACTGGTCCC 


AACGCCAGCA 


ACACCTCTGA 


TGGCCCCGAT 


AACCTCACTT 


CGGCAGGATC 


300 


ACCTCCTCGC 


ACGGGGAGCA 


TCTCCTACAT 


CAACATCATC 


ATGCCTTCGG 


TGTTCGGCAC 


360 


CATCTGCCTC 


CTGGGCATCA 


TCGGGAACTC 


CACGGTCATC 


TTCGCGGTCG 


TGAAGAAGTC 


420 


CAAGCTGCAC 


TGGTGCAACA 


ACGTCCCCGA 


CATCTTCATC 


ATCAACCTCT 


CGGTAGTAGA 


480 


TCTCCTCTTT 


CTCCTGGGCA 


TGCCCTTCAT 


GATCCACCAG 


CTCATGGGCA 


ATGGGGTGTG 


540 


GCACTTTGGG 


GAGACCATGT 


GCACCCTCAT 


CACGGCCATG 


GATGCCAATA 


GTCAGTTCAC 


600 


CAGCACCTAC 


ATCCTGACCG 


CCATGGCCAT 


TGACCGCTAC 


CTGGCCACTG 


TCCACCCCAT 


660 


CTCTTCCACG 


AAGTTCCGGA 


AGCCCTCTGT 


GGCCACCCTG 


GTGATCTGCC 


TCCTGTGGGC 


720 


CCTCTCCTTC 


ATCAGCATCA 


CCCCTGTGTG 


GCTGTATGCC 


AGACTCATCC 


CCTTCCCAGG 


780 


AGGTGCAGTG 


GGCTGCGGCA 


TACGCCTGCC 


CAACCCAGAC 


ACTGACCTCT 


ACTGGTTCAC 


840 


CCTGTACCAG 


TTTTTCCTGG 


CCTTTGCCCT 


GCCTTTTGTG 


GTCATCACAG 


CCGCATACGT 


900 


GAGGATCCTG 


CAGCGCATGA 


CGTCCTCAGT 


GGCCCCCGCC 


TCCCAGCGCA 


GCATCCGGCT 


960 


GCGGACAAAG 


AGGGTGACCC 


GCACAGCCAT 


CGCCATCTGT 


CTGGTCTTCT 


TTGTGTGCTG 


1020 


GGCACCCTAC 


TATGTGCTAC 


AGCTGACCCA 


GTTGTCCATC 


AGCCGCCCGA 


CCCTCACCTT 


1080 


TGTCTACTTA 


TACAATGCGG 


CCATCAGCTT 


GGGCTATGCC 


AACAGCTGCC 


TCAACCCCTT 


1140 


TGTGTACATC 


GTGCTCTGTG 


AGACGTTCCG 


CAAACGCTTG 


GTCCTGTCGG 


TGAAGCCTGC 


1200 
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AGCCCAGGGG CAGCTTCGCG CTGTCAGCAA CGCTCAGACG GCTGACGAGG AGAGGACAGA 1260 

AAGCAAAGGC ACCTGAACTA GTT 1.283 

<210> 16 

<211> 420 

<212> RNA 

<213> Human 

<400> 16 

CAAAAGCUGG AGCUCCACCG CGGUGGCGGC CGCUCUAGCC CACUAGUUCA GGUGCCUUUG 60 
CUUUCUGUCC UCUCCUCGUC AGCCGUCUGA GCGUUGCUGA CAGCGCGAAG CUGCCCCUGG 1 20 
GCUGCAGGCU UCACCGACAG GACCAAGCGU UUGCGGAACG UCUCACAGAG CACGAUGUAC 180 
ACAAAGGGGU UGAGGCAGCU GUUGGCAUAG CCCAAGCUGA UGGCCGCAUU GUAUAAGUAG 240 
ACAAAGGUGA GGGUCGGGCG GCUGAUGGAC AACUGGGUCA GCUGUAGCAC AUAGUAGGGU 300 
GCCCAGCACA CAAAGAAGAC CAGACAGAUG GCGAUGGCUG UGCGGGUCAC CCUCUUUGUC 360 
CGCAGCCGGA UGCUGCGCUG GGAGGCGGGG GCCACUGAGG ACGUCAUGCG CUGCAGGAUC 420 
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;i«8 %j*.<ovm0>-&<z>va&t> i -?2to'>tzPMfi (jsi^-j *<r>2<r>m.%) 



fe^8^IB3« (PCT1 7-fc(2)(a)) Ofcs£H:J:l5 < rro|l&P§St*l£ttl*OSafc X »>»*0«5ffl(0-$5»c:-o^-C^ 
l. |x) SS*<Ptta 35 tt. rroa^SSSttlBi^SIS^I-Srt^SUiV^t^stw-C*.?.. 
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3. □ It*<D«B ; tt. ti£li5S*(0«iffl-efco-CPCTmB'J6.4(a)<0^2iS0t®3^:0^L 



4. □ ffiKA^g/iiiJPfSS^a^SrWBgrtfcWML/iA^fco-c, ro5B®sa£$ftStt. IB*0®H<0§«^g® 
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(S&n«i<z>«g£) 

^•*sr*rarife»i-r«y7=^M*/wE^ (mch) mn.mRtfWiMcmzmm-rzmfa 

B»#<£>©H 1 7 7bm 2 2 „ 2 37553 4l5^<D^Wf4x -t©l»3ft©«BB 1 7|!l*3»t5* 

da), mx<Dmw2 3\z*>itz>7£ (ib) -e& £ ft 5 * =/wk^> K-fk^ 

±fS5S (la). ( I b) XtWffl*©«H3 7S5«wt>o^*H5^^©v^ttt. 
<D&Wk^ !§*©«5ffll 7 75S2 2. 2 3 7553 4. jfctfC, 3 7f2i&03&^tt, 
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